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\mim2\ #c5£ (i a) 




en 



tllliE# 2003-3085892 



Ms 21 



^fM, 2002-275759 



2/ 




N — (*CH2* 




(1A) 
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mSE#2 003-3085892 



2002-275759 



^-v : 5/ 



[0 0 0 9] 

$fc*»HM\ #5* (I A) tfzii (IB) •C*$*L*«f»<fc'fr**ii«'*"* 

[0010] 

lit 5) 




(1A) 



(IB) 



r;v^;v^ 7'j^7;v+^i> eny;vT;v^r^> ^ 



tBSE# 2003-3085892 



2002-275759 



6/ 
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[0 0 11] 
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±B«)KJfett, 1 (II) ICWU 1H10 0^«**A7* 

, DMF> DMSO. 1, 4-^**^>^»«t^ : fipe£^^ t± ^ : ^' ,r - ~~ 5 
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tf, ^o^^vv 5£ (ii) -e^s*L&*b^fc, n.n-^w-k-^vM < ^ 
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DMF> DMSOf^l^t^W«T> -50^150 
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^DD7-tf MU7-f mas^^t^t (iv) ^-e^tt^m^ 
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(5£* % R" ttTfcBUfefc^U B, Ri. R2^ R3- i ITn tt -£ *L***LflTSB 
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±«©KJ6tt, \*K<r>\\/km (ID K*tU 1*6 1 0*^nnr-fef 
DMF, DMSOfOil^t^W«T, - 5 0 TC^fe 1 5 0 KWMM 

ot^ib i o o r<&iar?£Bfc# v > 

[0 0 3 1] 

(e) * (IB) ^SfLMfrfrflM*. * (V) ^£3*L;Mfrfr»*;fc«i* 
Oj*JfcttS£$#fc5S; (VII) -C^^tL^vSmT^ >4b#^ 

[0 0 3 2] 
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[0 0 3 5] 

(I) 0S4iJ:tt^ ttHk 
[0 0 3 6] 
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n-;v 7 r/ 4.3mL (3 4.3mmo 1)*> 15 0tt3f|^Uo # 

= 4 : 1) "CHHRU ^Sft^ (BAK-G 2 0 2) 1 . 9 6 g OCT 3 8% 

) «r#fco 
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[0 0 4 8] 

1H-NMR (CDC 1 3) * : 

3.8.1 (s, 3H) , 4.51 (d, J = 5.6Hz, 2 H) , 5.96 
(s, 2H) , 6.31 (brs, 1 H) , 6.38 (dd, J =2. 5, 
8. 9Hz, 1H) ,6.75-6.85 (m, 3H) ,7.23 (d,J = 
8.9Hz, 1 H) , 12.63 (s, 1H) . 
E I -MS m/z: 3 0 1 (M+). 
[0 0 4 9] 

m at m 2 

v>;v]-4H- 1, 3 -^Wt^rt^V - 4 - 1 : 
Rj&WltMifcBAK-G 2 02 2 0 9. 9m g (0.69 7mmo 1 )> 
*)VAT)\sr\zY 10 5mg (3.49mmolK^7HVx^;l/«l 
jjcffl® 1 3 2mg (0.6 9 7mmo 1). ^nn^V 4mL&, £j&T?2 

W7A^n-7b^7^ :H*^*=2 : 1) » 

fMS-g-ft (BAK-G 2 0 3) 5 9.9mg »2 7%) £#7t 0 
[0 0 5 0] 
Mfcl 4] 





[0 0 5 1] 

1H-NMR (CDC 1 3) $ : 
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3.83 (s, 3H) ,4.64 (s, 2H) ,5.09 (s, 2 H) . 
5.95 (s, 2 H) ,6.43 (d, J = 2. 4 Hz, 1 H) , 6.67 
(dd) j =2. 4, 8.7Hz, 1H). 6. 75-6. 85 (m, 3 H) , 
7.93 (d, J = 8. 7Hz, 1H) . 
E I -MS m/z: 3 13 (M+). 
[0 0 5 2] 

m it m 3 

7 _p« h^y-3-[3,4-(^V>yt^v)^>v>]-2H-l, 3 
-^>V*4MJ-v>- 2, 4(3H) -v*>0£-J&: 
fiit-W 1 "CWfcB AK- G 202 2 2 1. 7 m g ( 0 . 7 3 7 mm o 1 K 1 , 
l'-*;Wf-;VyM5r/-^ 17 9mg (l.lOmmolK *J?UV*9 
V 4mLt 7jc^TlB#F B m#t/io RJSi£K*£il]x- ^DD^vea 

*7A^n-7f^77^- (y?no^> : ^^-9-^=2 : 1) -CffiHU ^ 
®ffc-&» (BAK-G 2 1 9) 2 0 2.6mg 0R*8 4%) 

[0 0 5 3] 

Mfcl 5] 




[0 0 5 4] 

1H-NMR (CDC I3) a : 

3.89 (s, 3H) ,5.08 (s, 2H), 5.92 (s, 2 H) , 
6.68 (d, J = 2.3Hz, 1H) ,6.75 (d, J = 8.5Hz, 
1H), 6.88 (d, J=8.8,2.3Hz,lH),7.00-7.05 
(m, 2H) ,7.98 (d, J=8.8Hz, 1 H) . 

E I -MS m/z: 3 2 7 (M+). 
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£ & 01 4 

2,4, 6-bU^(^>^**'»-N-[3, 4-{**\'>i?** 9 s)'< 

2, 4, 6 - V 'J (^>^H^y)^>X7 5 K 460mg (1 . 0 5mmo 1 
lOmLK^tthVfA (6 0%*^^) 8 4 m g (2 

F 0. 2mL^inx.> 1 0 0 TCCE^ 2 mmim Ltfr 0 SJfcifcfc7k*inx.s w^m 

y^W7A^nvh^7^- 3 : i) 

U«|M (BAK-G 2 3 2- 2) 2 5 6.2mg (Uf4 3%) 

o 

[0 0 5 61 
Hfcl 6] 

BnO^^OBn BnO^^wOBn 
,NH 2 




OBn 6 0Bn ° 

BAK-G232-2 



BAK-G228 



[0 0 5 7] 

lH-NMR (CDC I3) S : 

4.49 (d, J=5.7Hz, 2H) ,4.97 (s, 2H),5.05 (s 
, 4H), 5.89 (s, 2H) ,5.95 (t, J = 5.7Hz, 1 H) , 
6.23 (s, 2H) ,6.54 (d, J = 7.9Hz, 1 H) , 6 . 6 9 
(dd, J = 1.6, 7.9Hz, 1H) ,6.77 (d, J = 1.6 
Hz, 1 H) , 7 . 2 5 - 7 . 4 5 (m, 1 5 H) . 
E I -MS m/z: 5 7 3 (M+). 
[0 0 5 8] 
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fi it #1 5 

2> 4 -^(^Vv^v^v)- 6 -fc Kndrv-N-[3, 4-(^^V> 

WHtW 4 t*#^BAK-G 2 32-2 284mg (0.4 9 5mmol) i3i 
t>*l, 4-^*** V lOmLC, lmL&Jnx.. 8 0^3 0^ 

V :ftB6xf^=5 : 1) -CffifiU ^fl^tl (BAK-G 2 3 8) 1 4 3. 
1 mg 0DU£6 0%) Z'&tzo 

[0 0 5 9] 

Hfcl 7] 




BAK-G232-2 



[0 0 6 0] 

1H-NMR (CDC 1 3) S: 

4.34 (d, J=5.4Hz, 2H) ,4.99 (s, 2H) ,5.05 (s 
, 2H) ,5.95 (s, 2H) ,6.13 (d, J =2. 3 Hz, 1 H) , 

6.24 (d, J=2.3Hz, 1 H) , 6 . 5 0 - 6 . 6 0 (m, 2 
H) , 6.66 (d, J = 7.8Hz, 1 H) , 7. 2 5-7. 4 5 ( 
m, 10H) , 8.37 (t, J = 5 . 4 H z , 1 H) ,14.29 ( 
s, 1H) . 
E I -MS m/z: 4 8 3 (M+). 
[0 0 6 1] 
m & 00 6 

5, 7-^(/o^^v)-3-[3, 4-(^fV>^^y)^>v 
;V]-2H-1, 3-^>'/*4Mf~?>-2, 4(3H) -v* X^JS I 
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MM 3 tmm<Dttkx\ mmit&w (bak-g 2 4 6) t^me 2%t# 



[0 0 6 2] 
Mfcl 8] 



BnO 




BnO. 




[0 0 6 3] 

1H-NMR (CDC I3) d : 

5.06 (s, 4H),5.22 (s, 2 H) , 5 . 9 1 (s, 2 H) , . 
6.37 (d, J=2.2Hz, 1H) ,6.43 (d, J = 2.2Hz, 
1H) ,6.74 (dd, J = 0.9,7.5Hz, 1H) ,7.00- 
7.10 (m, 2H) , 7. 3 0-7. 5 5 (m, 1 0 H) . 

E I -MS m/z: 5 0 9 (M+). 
[0 0 6 4] 

m m m 7 

5> Kn^~>-3-[3,4-(^fV>vt^>')^>^]-2H 
-^oy'^-^v^- 2, 4 (3 H) -y^-^O'S-jK : 
SM&We-e&fcBAK-G 2 4 6 4 5 m g (0.0 8 8mmol)> tt^f 
;v lOmL^^lOSPd-C 5mg «r, ***H«TT?6l*WI«»bfc. 

as***?* ma*. »tu *BM&fr» (bak-g2 4 s) 26.8m 

g (J|»9 2%) 

[0 0 6 5] 
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OH O 



OBn O 



BAK-G246 



BAK-G248 



[0 0 6 6] 

iH-NMR (T-bh>-d6) 

5.02 (s, 2H),5.97 (s, 2H),6.24 (d, J = 2.1Hz 
, 1H) , 6. 2 6 (d, J =2. 1Hz, 1H), 6.7 8 (d, J = 8 
.5Hz, 1 H) , 6. 95-7. 00 (m, 2 H), 10. 95 (s, 1 H 
) • 

E I -MS m/z: 3 2 9 (M+). 
[0 0 6 7] 

m it 09 8 

4-^nn-2-t Kn*S/-N-[3, 4 -(^VVv^v)^^ v 

ft&ffl i fc ra»o^rife-c, MHfefc* (bak-g2 5 6) «$4 9%tn 

[0 0 6 8] 
Ut2 0] 





BAK-G256 



[0 0 6 9] 

iH-NMR (CDC 1 3) a : 
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4.52 (d, J = 5.6Hz, 2H) ,5.96 (s, 2 H) , 6 . 4 2 
(b r s, 1H) , 6. 7 5-6. 8 5 (m, 4 H) , 7 . 0 1 (d, J = 
2.1Hz, 1H) ,7.24 (d, J = 7.4Hz, 1 H) , 1 2 . 4 8 (s 

, 1H) . 
E I -MS m/z: 3 0 5 (M+). 
[0 0 7 0] 
ft & 0!! 9 

7-*nn-2. 3-5>fc Kn-3-[3, V>^^rv)^>v 
;V]-4H-1, 3 -^>V**-?v>- 4 -*>?>£-J& : 
«tflH2 kWaiO^fet?, MflS** (BAK-G 2 5 7) £i|»9 1 

[0 0 7 1] 

Mb 2 i] 





[0 0 7 2] 

1H-NMR (CDC 1 3) a: 

4.65 (s, 2H) ,5.11 (s, 2H),5.95 (s, 2H), 
6.75-6.85 (m, 3H) ,6.98 (d, J = 1.9Hz, 1H) , 
7.11 (dd, J = 1.9,8.4Hz, 1H) ,7.94 (d, J=8.4 
Hz, 1H) . 
E I -MS m/z: 3 17 (M+). 
[0 0 7 3] 

ft & m 1 0 

7-*nn-3-[3, 4 -O*^ V>y**v)^>^Kl- 2 H- 1 , 3- 
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«ftM3 kH*©*ft-C. «Mb*fc (BAK-G 2 6 0) W9 3%t# 



[0 0 7 4] 
Hfc 2 2] 





[0 0 7 5] 

1H-NMR (CDC I3) * : 

5.0 9 (s, 2 H) ,5.93 (s, 2 H) , 6 . 7 5 (d, J = 8. 4Hz 

1H) , 7. 00-7. 05 (m, 2H),7.29 (d, J = 1.9Hz 
,1H),7.34 (dd, J = l. 9,8.3Hz, 1 H) , 8 . 0 2 (d, 
J = 8. 3 H z, 1 H) . 
E I -MS m/z: 3 3 1 (M+). 
[0 0 7 6] 

9k it m 11 

ft&ffll fcra*0^tt"C, «Mfc** (BAK-G2 6 1) ^5 2%t# 
[0 0 7 7] 



2003-3085892 




BAK-G261 



[0 0 7 8] 

1H-NMR (CDC 1 3) S : 

3.90 (s, 3H) ,4.54 (d, J = 5. 6Hz, 2H),5.95 (s 
, 2H) ,6.7 0-6.8 5 (m, 5H) , 6.98 (dd, J = 1.4 
,8.0Hz, 1H) ,7.07 (dd, J = 1.4,8.1Hz, 1H), 1 
1.70 (s, 1 H) . 

E I -MS m/z: 3 0 1 (M+). 
[0 0 7 9] 

m at m 12 

y>]-4H - 1, 3-^>V^^-9-v>-4-^>0^ : 
«ft«2fcnai«>*tt^ mmtteW (BAK-G 2 6 3) £JR^9 7%Ti# 

/So 

[0 0 8 0] 
Mb 2 4] 




BAK-G261 BAK-G263 



[0 0 8 1] 
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ih-nmr (cdc 13) a: 

3.8 9 (s, 3H) ,4.67 (s, 2H) ,5.16 (s, 2H), 
5.94 (s, 2 H), 6. 70-6. 85 (m, 3H) ,7.00-7.15 
(m, 2H) ,7.61 (dd, J = 2.7, 6.6Hz, 1 H) . 
E I -MS m/z: 3 13 (M+). 
10 0 8 2] 
i£ it #1 13 

WWUPW©^ MMfrfrW (BAK-G 2 6 5) *«* 4 6 %"C» 

[0 0 8 3] 
Mb 2 5] 




BAK-G265 



[0 0 8 4] 

IH-NMR (CDC 13)^: 

2.27 (s,.3H),4.53 (d, J=5.6Hz, 2H),5.96 (s 

2H) ,6.48 (brs, 1H), 6. 65-6. 85 (m, 4H), 
7.10-7.30 (m, 2H) , 1 2. 5 1 (s, 1 H) . 
E I -MS m/z: 2 8 5 (M+). 
[0 0 8 5] 

m m m 14 

2> Kn-8-^^^-3-[3, 4 - (^ V 

;V]-4H-1, 3 -^vyt^Ptv'V - 4 - t : 



tbSE# 2003-3085892 



teS2 002-275759 



24/ 



mm 2 t BWlO^tt-e. MMfc** (BAK-G267) *JR3S8 2%-C» 

[0 0 8 6] 
HIS2 6] 



o 

BAK-G265 



O 

BAK-G267 



[0 0 8 7] 

iH-NMR (CDC 1 3) S : 

2.2 1 (s, 3H) ,4.66 (s, 2H) ,5.12 (s, 2 H) , 
5.95 ( s , 2 H) , 6. 70-6. 85 (m, 3H) ,7.02 ( t , J = 
7.7Hz, 1H) ,7.29 (dd, J = 1.4,7.7Hz, 1H), 
7.85 (dd, J = 1.4,7.7Hz, 1 H) . 

E I -MS m/z: 2 9 7 (M+). 
[0 0 8 8] 

ft s m 15 

h^y-3-[3,4-(^fW/WyK^]-2H-l,3 
-^^/tW>-2, 4 (3 H) -v* I 
ftjM 3 WJUlO^ft-C. 3£Stt<£-% (BAK-G 2 6 8) «9 4%t# 

fee 

[0 0 8 9] 

Hk2 7] 




mSE# 2003-3085892 



2002-275759 



^ ^-y: 25/ 



10 0 9 0] 

1H-NMR (CDC I3) S : 

3.95 (s, 3H) ,5.11 (s, 2H) ,5.92 (s, 2H), 
6.74 (d, J = 8.4Hz, 1H) ,7.0 0-7.0 5 (m, 2 H) , 
7.15-7.35 (m, 2 H) , 7 . 6 3 (dd, J = 1.9,7.5Hz, 
1 H) . 

E I -MS m/z: 3 2 7 (M+). 
[0 0 9 1] 

& m 16 

s _j^ )l/ _ 3 -[ 3t 4-^fV>WVK^]-2H-l, 3- 
^>yt^ty>-2,4(3H) -v^vo-^ : 

KM 3 PW^&T?. Mjb«« (BAK-G 2 6 9) «9 3%T*f 

fco 

[0 0 9 2] 
Hk2 8] 




[0 0 9 3] 

1H-NMR (CDC 1 3) S : 

2.4 1 (s, 3H) , 5. 1 2 (s, 2 H) , 5 . 9 2 (s, 2 H) , 
6.75 (d, J=8.4Hz, 1H), 7. 00-7. 10 (m, 2H), 
7.24 (t, J = 7.3Hz, 1H) ,7.52 (dd, J = 1.4,7.3 
Hz, 1H) ,7.92 (dd, J = 1.4,7.3Hz, 1 H) . 

E I -MS m/z: 3 11 (M+). 



ffi|iE# 2003-3085892 



2 002-275759 



^-v: 26/ 



[0 0 9 4] 

N-(3, F*'W^)-2-tKn*'>-3-> h*v^> 

XT -5 K^Jfc : 

swu kn»«)m mmte*m (bak-g3 2 0) tW5i%-cn 

[0 0 9 5] 
Mb 2 9] 





[0 0 9 6] 

iH-NMR (CDC 1 3) 8 : 

3.87 (s, 6H),3.90 (s, 3 H) , 4 . 5 7 (d, J = 5.6Hz 

2H) ,6.7 5-6.9 5 (m, 5H) ,6.98 ( d d , J = 1 , 4 , 
8.1Hz, 1H) .7.07 (dd, J = 1.4,8.1Hz, 1H), 
11.81 (s, 1 H) . 
E I -MS m/z: 3 17 (M+). 
[0 0 9 7] 

m&w 18 

5 _^nn-N-(3,4-v^ h * v^) - 2 - K.n^^vX 
T ^ : 

ttffl fcBWHO**^ MAS** (BAK-G 3 3 2) «rJR*7 9 %TW 
[0 0 9 8] 



ffifE^2 003-3085892 



^2 0 0 2-2 7 5 7 5 9 ^ ^-v : 27/ 



[ft 3 o] 




BAK-G332 



[0 0 9 9] 

1H-NMR (CDC I3) 8 : 

3.89 (s, 6H) ,4.56 (d, J = 5.5Hz, 2 H) , 6 . 4 4 
(brs, 1H) ,6.80-6.90 (m, 3H) ,6.95 (d, J = 
8.8Hz, 1H),7.31 (d, J = 2.5Hz, 1 H) , 7 . 3 4 (dd 
, J=2.5,8.8Hz, 1H) ,12.24 (s, 1 H) . 
E I -MS m/z: 3 2 1 (M+). 
[0 10 0] 
19 

5-^na-2-tFn^y-N-[3, 4-(>f V>vt^y)^>v 
UMl kWWlO^tt-C, «Mfc*» (BAK-G293) *JR*2 6 %t?» 
[0 10 1] 

[ft 3 1] 




BAK-G293 



[0 10 2] 

iH-NMR (CDC 1 3) 8 : 

4.53 (d, J = 5.6Hz, 2 H) , 5 . 9 8 (s, 2 H) , 6 . 4 3 



mm<& 2003-3085892 



2002-275759 ^ ^-V : 28/ 

(brs, 1H), 6.8 0-6.8 5 (m, 3 H) , 6 . 9 5 (d, J = 
8.7Hz, 1H), 7. 25-7. 40 (m, 2 H), 12. 22 (s, 1 
H) . 

E I -MS m/z: 3 0 5 (M+). 
[0 10 3] 

ft & £0 2 0 

3 _( 3> 4_v^ h^'>^>y;i/)-2, 3-vt Kn-8-^ h*v-4 
H- 1 , 3 -^>V:fr*-9-^>-4 - 3~ > <7)^$: : 
IBM 2 fcPWlO**-^ fl^^f (BAK-G3 2 1) tW9 4»U# 

[0 10 4] 
[ft 3 2] 





[0 10 5] 

1H-NMR (CDC 1 3) 5 : 

3.86 (s, 3H) ,3.87 (s, 3H) ,3.89 (s, 3 H) , 
4.70 ( s , 2H) ,5.17 (s, 2 H) , 6. 80-6. 90 (m, 3 
H) , 7.00-7.15 (m, 2 H) ,7.62 (dd, J = 2.7, 
6.7Hz , 1H) . 
E I -MS m/z: 3 2 9 (M+). 
[0 10 6] 
« ^ 08 2 1 

6 _^ on- 3 -(3, 4-v> F^y^)-2,3-yii Fn-4H 
-1,3 -^>y^i|r^v>- 4 -?}->'<Z)'g-J& I 



fflSE# 2003-3085892 



12 0 0 2 -2 7 5 7 5 9 ^ ^-v 5 : 29/ 

§£5£#!l2 fcRtlO^T, faa-fk^ (BAK-G 3 3 3) £J&^ 7 2 %T# 

[0 10 7] 
Hb3 3] 




BAK-G332 BAK-G333 



[0 10 8] 

1H-NMR (CDC I3) a: 

3.86 (s, 3H) ,3.87 (s, 3H) ,4.69 (s, 2H) , 
5.10 (s, 2H) ,6.8 0-6.9 0 (m, 3 H) , 6 . 9 1 (d, J = 
8. 7 Hz, 1H) ,7.39 (dd, J=2.6,8.7Hz, 1H), 
7.9 9 (d, J =2. 6H z, 1 H) . 

E I -MS ra/z: 3 3 3 (M+). 
[0 10 9] 

mmm 22 

6-^ud-2, 3--^ti Kn-3-[3, 4-(^f l/>vt + y)^>y 
;V]-4H- 1, 3 -^>vf*4MJ--;>>- 4 : 

m&m 2 1 mm<vjj&x^ mmit^m cb a k - g 3 3 0 ) zwm 9 4 %t-# 
[0110] 

Wfc3 4] 




BAK-G293 BAK-G330 




miE# 2003-3085892 



• 



2002-275759 



^-v* : 30/ 



[Ollll 

lH-NMR (CDC I3) S: 

4.65 (s, 2H) ,5.10 (s, 2 H) ,5.95 (s, 2 H) , 
6.7 5-6.8 5 (m, 3 H) .6.90 (d, J=8.7Hz, 1 H) , 
7.39 (dd, J=2.6,8.7Hz, 1 H) . 7 . 9 8 (d, J = 2.6 

.Hz, 1H) . 
E I -MS m/z: 3 17 (M+). 
[0 112] 
$k & 08 2 3 

3 _( 3 t 4 -y* Y v;v) - 8 > 2 H- 1 , 3 — ^> V 

Ufl3 2:ntt^ (BAK-G 3 2 2) *IR*9 5 %tr# 

[0 113] 
Hfc3 5] 





[0 114] 

lH-NMR (CDC I3) * : 

3.85 (s, 3H) ,3.88 (s, 3 H) ,3.95 (s, 3 H) , 
5.15 (s, 2H),6.80 (d, J = 8.7Hz, 1 H) , 7 . 1 0 - 
7.3 5 (m, 4 H) ,7.64 (dd, J =1.9, 7. 5 Hz, 1 H) . 
E I -MS m/z: 3 4 3 (M+). 
[0 115] 
U £ M 2 4 



ffi|E# 2003-3085892 



2002-275759 



31/ 



6 -^n-3-(3,4-^ F^W»)-2H-1,3-^^ 
2, 4 (3 H) 

WftM3 kPWO*ft1?, MHt*» (B AK-G 3 4 0) £J|»7 5%tr# 

[0 116] 
Ht3 6] 





[0 117] 

1H-NMR (CDC 1 3) S : 

3.8 6 (s, 3 H) ,3.88 (s, 3 H) , 5 . 1 3 (s, 2 H) , 
6.81 (d, J = 8.8Hz, 1H) ,7.10-7.20 (m, 2 H) , 
7.23 (d, J=8.8Hz, 1H) ,7.63 (d d, J = 2.5,8.8 
Hz, 1H) ,8.06 (d, J=2.5Hz, 1 H) . 
E I -MS m/z: 3 4 7 (M+). 
[0 118] 
U&ffl 25 

5-^nn-2-(2-^anxK'»-N-(3,4-^ h*v^>v 

S&fflll 8Tr#£BAK-G3 3 2 1.1 5 g (3.57mmolK l-7*n 
t_2-^nnxr/ 0.59mL ( 7 . 1 5 mm o 1 )> IftBI* U *A 1. 4 8 
g (10.7 lmmo 1). DMF 20mL^ 4 0X^2 0m»tfc. K 

f-;v=l : 1) TlMttU ISM (BAK-G 3 3 4) *1.18g OK* 



ffi|E# 2003-3085892 



8 6 %) &fco 

[0 119] 

Ut3 7] 



• 



2002-275759 



32/ 





[0 12 0] 

lH-NMR (CDC I3) a : 

3.77 (t, J = 4. 8Hz, 2 H) ,3.87 (s, 3H),3.88 (s 
3 H) ,4.30 (t, J =4. 8 Hz, 2 H) , 4 . 5 8 (d, J = 5. 6 
Hz, 2 H) ,6.8 0-6.9 5 (m, 4 H) , 7 . 3 7 (dd, J =2. 8 

8.8Hz, 1H) ,8.18 (br s, 1 H) , 8.22 (d, J = 
2.8Hz, 1 H) . 
E I -MS m/z: 3 8 3 (M+). 
[0 12 1] 
m it n 2 6 

5-^a-2-(2-^naxh^»-N-[3,4-UWW 

«tt«2 5 fcn«io*tt-e, mmititm (bak-g 2 9 4) *jr*8 2%-* 

[0 12 2] 



thSE# 2003-3085892 




[0 12 3] 

1H-NMR (CDC 1 3 ) S: 

3.80 (t,J=4.8Hz, 2H),4.31 (t,J=4.8Hz, 2 
H) , 4.55 (d, J = 5.6Hz, 2 H) ,5.94 (s, 2 
H) . 6.7 0-6.9 0 (m, 4 H) ,7.37 (dd, J = 2.8, 
8.8Hz , 1H) , 8.20 (brs, 1 H) ,8.21 (d, J 
= 2.8Hz, 1 H) . 
E I —MS m/z: 3 6 7 (M+). 
[0 12 4] 

m m n 2 7 

MM 2 5kH»0**^ *mte*m (BAK-G 2 8 8) tWH 0% 

[0 12 5] 
Mb 3 9] 





BAK-G261 



BAK-G288 



UtJlE^F 2003-3085892 



m 



2002-275759 



^-v: 34/ 



[0 12 6] 

lH-NMR (CDC 1 3 ) $: 

3.71 ( t , J = 5 . 1 H z , 2H) ,4.27 ( t , J = 5 . 1 H z , 2H 
) , 4.5.6 (d, J = 5. 8 Hz, 2 H) ,5.93 (s, 2 H) ,6. 
75 (d, J = 7.8Hz, 1H),6.83 (dd, J = l. 6,7.8Hz 
, 1H) , 6.8 7 (d, J = 1.6 Hz, 1H) ,7.04 (dd, J 
= 1.7, 7.9 Hz, 1H) ,7.18 (t,J=7.9Hz, 1H),7. 
74 (dd, J = 1.7,7.9Hz, 1H) ,8.28 (brs, 1H 
) . 

E I -MS m/z: 3 6 3 (M+). 
[0 12 7] 

m m m 2 8 

2 _(2-^nnxRy)-4-^ b*v-N-[3, 4-(^^Wv ? * 
ift«2 5i:W*0*ft^ MHtttt (BAK-G 2 7 8) *JR*7 2%T? 



[0 12 8] 
Hfc4 0] 





BAK-G202 



BAK-G278 



[0 12 9] 

lH-NMR (CDC I3) <* : 

3.79 (t,J=4.9Hz, 2H) ,3.84 (s, 3H) ,4.30 (t 

J=4.9Hz, 2H) ,4.55 (d, J = 5.6Hz, 2 H) , 5 . 
93 (s, 2H) ,6.40 (d, J=2.3Hz, 1 H) , 6 . 6 4 (dd 



mmm 2003-3085892 



^2 0 0 2- 2 7 5 7 5 9 Q • 35 / 

, J = 2.3, 8.8Hz, 1H),6.76 (d, J = 7.8Hz, 1 H) 
,6.85 (dd, J = 1.6, 7.8Hz, 1 H) , 6 . 8 8 (d, J = L 
6 Hz, 1H) , 8.13 (brs, 1 H) , 8 . 2 1 (d, J=8.8Hz 

, 1H) . 
10 13 0] 

29 

4 _^>v^t7-fe*i:>-5(2H) -*y<D&m: 

»12 5f^BAK-G 3 3 4 9 6 1mg ( 2 . 5 0 mm o 1 )<0 h 
y 3 0mli:> *mfc*W*>* (6 0%t^V) 2 0 0mg (5.0 0mmo 

i) *jd*.. i oot-c2 op#p^t^o Rfc*fc**ira*., 
^^ D7 ^ 57/f „ (^y:l»if^3 : 2) t«U » 

^ (BAK-G 3 3 5) ^7 8 3 m g 0%) 
[0 13 1] 

f — ci ^ 

COuOC " 



CI 

6 



BAK-G334 




[0 13 2] 

lH-NMR (CDC I3) 8 : 

3.45 (t,J = 5.3Hz, 2H) ,3.88 (s, 3 H) ,3.89 (s 
, 3H) ,4.13 (t,J = 5.3Hz, 2 H) ,4.76 (s, 2 H) , 
6.8 0-6.9 5 (m, 4 H) , 7 . 3 6 (dd, J = 2.7,8.6Hz 
, 1H) ,7.8 5 (d, J = 2.7Hz, 1 H) . 

E I -MS m/z: 3 4 7 (M+). 



ttJ|E# 2003-3085892 



2002-275759 



^-v: 36/ 



[0 13 3] 

« ft til 3 0 

7-^nn-3,4-n Kn-4-[3, 4-(>f 

*,]-!, 4-^>^W^>-5 (2H) -t><0^: 

«ft*0 2 9 4:n*0*«-C. MHfc** (B AK-G 2 9 5) £H3l^7 5%T^ 

[0 13 4] 
Hfc 4 2] 





[0 13 5] 

1H-NMR (CDC I3) a : 

3.44 ( t , J = 4 . 9 H z , 2 H) ,4.18 (t, J = 4.9Hz, 2 
H) , 4.7 1 (s, 2 H) ,5.97 (s, 2 H) , 6 . 7 5 - 6 . 9 0 
(m, 3H) , 6.93 (d, J=8.6Hz, 1 H) ,7.36 (d 
d, J = 2.7,8.6Hz, 1H),7.85 (d, J=2.7Hz, 1 
H) . 

E I -MS m/z: 3 3 1 (M+). 
[0 13 6] 
ft ft til 3 1 

3, 4-yt Kn-9-^< b*v-4-[3, 4-(^f-^>'^^^~»^ : ' 
$>/!/]- 1 , 4 -^VW7^>- 5 ( 2 H) : 
Sft*|2 9 fcB*©*ttt?, MMfc** (B AK-G 2 9 0) t«*7 5% 

[0 13 7] 



mSE# 2003-3085892 




[0 13 8] 

1H-NMR (CDC 1 3) 8 : 

3.4 2 (t, J = 5. 3 Hz, 2H) ,3.87 (s, 3 H) , 4.20 (t 
, J = 5.3Hz, 2H) ,4.74 (s, 2H),5.95 (s, 2 H) , 
6.70-6.85 (m, 2H) ,6.89 (d, J = 1.2 Hz, 1 H) , 
7.03 (dd, J = 1.7,7.7Hz, 1 H) , 7 . 1 4 (t,J = 7.7 
Hz, 1H) ,7.39 (dd, J = 1.7,7.7Hz, 1 H) . 
E I -MS m/z: 3 2 7 (M+). 
[0 13 9] 
9k 3 2 

3> 4 _v?t: Kn- b^v-4-[3, 4-UfV>Wy)^> 
S?;v]-1, 4-^/'/W^>-5(4H) 
SAM 2 9 kWWIO*ft-C, MftWl (BAK-G 2 8 2) *JR*8 7%T? 

[0 14 0] 
Mb 4 4] 




mSE^F 2003-3085892 



.2 002-275759 



38/ 



[0 14 11 

lH-NMR (CDC 1 3 ) 

3.46 (t. J =4. 7 Hz, 2H),3.82 (s, 3H),4.20 (t, 
j =4. 7 Hz, 2 H) ,4.71 (s,2H) ,5.95 (s, 2 H) , 
6.48 (d, J=2.5Hz, 1H),6.71 (dd, J = 2.5,8.8 
Hz, 1H) ,6.7 5-6.9 0 (m, 3 H) , 7 . 8 8 (d, J = 8. 8 

Hz, 1H) . 
E I —MS m/z: 3 2 7 (M+). 
[0 14 2] 
m 3t #1 3 3 

»jltffcBAK-G 2 0 2 5 1 1. 3 m g ( 1 . 7 0 mm o 1 K 

(DIE A) 0.5 9mL (3.4 0mmo 1). ^° D ^^ 10mL 
***U ii^naTW^^K o. 1 6mLtiTU **T2» 

^tf^A^tUo MKfc m»fcttW^ (BAK-G2 7 

2) &*#fco 

[0 14 3] 
Hk4 5] 





[0 14 4] 

lH-NMR (CDC I3) d: 

3.83 (s, 3H) ,4.18 (s, 2 H) ,4.48 (d, J = 5.7Hz 



ffiiE^F 2003-3085892 



2002-275759 



^-v: 39/ 



, 2 H) ,5.95 (s, 2 H) ,6.45 (br s, 1 H) , 6 . 6 6 (d 

J = 2. 5Hz, 1H) ,6.7 5-6.8 5 (m. 3 H) , 6 . 8 5 (dd 
' J = 2.5,8.7Hz, 1H) ,7.76 (d, J = 8.7Hz, 1 H) . 
[0 14 5] 
m * to 3 4 

8 _^ h ^v_4-[(3,4-^^W>^^^-»^>^^- 1 ' 4 -^ > 

*/W*^-3,5(2H,4H) 
WJ3 3t*tttt^:BAK-G2 7 2, 4 6 9m 

g (3 4mmo 1). DMF 50mL^ WiMSL*:. 

,^W7^o7^77^ (^tv:i^=5 : i) 

U **ft*» (BAK-G 2 7 3) H27.3mg (JR# 5 6 %> 
[0 14 6] 
Mb 4 6] 





[0 14 7] 

lH-NMR (CDC I3) 8 : 

3.85 (s, 3H) ,4.75 (s, 
5.9 1 (s, 2H) ,6.53 (d, 
6.8 0 (m, 2H) ,6.8 5-6. 
9.1Hz, 1 H) . 
[0 14 8] 

mmm 35 



2H) ,5.08 (s, 2H) , 
J = 2.5Hz, 1H) ,6.70- 
9 5 (m, 2H) ,8.14 (d, J = 



ttliEi& 2003-3085892 



2002-275759 A 40/ 



•ffV-3,5(2H,4H) 

1 7-C^BAK-G 3 20 6 1 1. 2 m g (1.93 mm o 1 K DIE 
A 0.6 7mL (3 . 8 6 mm o 1 K V* * * * * > 12mLmU " 
^nn7-bWn5'fK0.19mL (2.3 3mmol) fciSSTU Ifit' 

^ D7b ^7^ :*«^^3 : 2) «U »® 

(BAK-G 3 23) £442. 7mg 0IW6 4%) 
[0 14 9] 
Mfc 4 7] 





BAK-G323 



[0 15 0] 

1H-NMR (CDC I3) ^: 

3.8 5 (s, 3 H) ,3.87 (s, 3 H) , 3 . 9 0 (s, 3 H) . 
4.8 3 (s, 2 H) ,5.14 (s, 2 H) , 6 . 7 9 (d, J=8.8Hz 

1H) ,7.0 0-7.2 0 (m, 4 H) ,7.64 (d d, J=2.0, 
7.7Hz, 1 H) . 
E I -MS m/z: 3 5 7 (M+). 
[0 15 1] 

ft at « 3 6 

7-^D-4-(3,4-y^^>^)-l.*-^ ,/W * 



tbSE#2 003-3085892 



2002-275759 



^-v : 41/ 



tfy-3, 5(2H,4H) -v*>O^J&: 

«M 3 5 1 mVLntt*. m.mft&® (bak-gs 3 9) *1R*3 3%"C 

[0 15 2] 
Ut4 8] 





[0 15 3] 

lH-NMR (CDC I3) d : 

3.85 (s, 3H) ,3.87 (s, 3H) ,4.77 (s, 2H), 
5.13 (s, 2H) ,6.79 (d, J = 8.7Hz, 1H) ,6.95- 
7.10 (m, 3H) ,7.45 (dd, J=2.6,8.7Hz, 1 H) . 
8.13 (d, J = 2. 6Hz, 1H) . 

E I -MS m/z: 3 6 1 (M+). 
[0 15 4] 

m & m 37 

V^T-if^'V-3, 5(2H, 4H) -^VO^Jfi: 
»ft« 3 5 kH*©^ MMAfl* (B AK-G 2 8 7) *JR*7 2% 

[0 15 5] 



ffigE# 2003-3085892 




[0 15 6] 

1H-NMR (CDC 1 3) d : 

3.90 (s, 3H) ,4.82 (s, 2H) ,5.11 (s, 2 H) , 

5.91 (s, 2H) ,6.73 (d, J =8. 5 Hz, 1H) ,6.90- 
6.95 (m, 2H) ,7.09 (dd, J = 2.0,7.6Hz, 1 H) , 
7.16 (t, J = 7.6, 1H) ,7.64 (dd, J = 2.0,7.6Hz, 

1H) . 

E I -MS m/z: 3 4 1 (M+). 

[0 15 7] 

Uitm 3 8 

1 -(2, 3-vt Kn-1, 4 *S*J**i/>- 6 ->f 

3, 4 -xf V Vy t^^>^7^ K 4. 9 3 g (3 0. lmmo 1 )> 
^; VA7 5 F 1 5mL, mm 1 OmL^ 1 3 0W6i»BWbfco Kfc* 

v (^t>:ft^xf;v=l : 1) l-(2,3-*?fc 

Kn-1. 4-^/y***»-6-'f/i')^Wr/ (BAK-G 3 6 6) 
$:2.36g 0W4 1 %) #7to 
[0 15 8] 

# fttz B A K — G 3 6 6 1.3 0 g (6.74mmol)> 10 
mL &Ztmmm lmLt, 3l$IM*Lfc« IfitMtx-f^ 2 0rr 



tiiiiE# 2003-3085892 



2002-275759 A ^ 



BAK-G3 6 9) £1.0 6 g (W7 8%) 
[0 15 9] 
Ufc5 0] 



OHCr^ O' 

BAK-G366 



BAK-G369 



[0 16 0] 

lH-NMR (DMSO-d6) 

3.8 8 (s, 2 H) ,4.24 (s, 4 H) . 6 . 8 5 - 6 . 9 5 (m, 2 
H) , 7.0 2 (d, J = 1.6Hz, 1H) ,8.21 (brs, 3H 

) • 
[0 16 1] 

m 35 to 3 9 

KM 3 8kP»«**^ «Mfc*» (BAK-G3 8 8) *tt*3 8 %"C 

[0 16 2] 
Hfc 5 1] 

/w° B n H r°(rY° 8n - hci rr OBn 

BAK-G387 BAK-G388 



[0 16 3] 

lH-NMR (DMS0-d6> * *• 

3.79 (s, 3H) ,3.92 (s, 2 H) ,5.10 (s, 2 H) , 



{flfiE#2 003-3085892 



2002-275759 A ' W 



6.9 5 (dd, J = 1.8, 8. 3 Hz, 1 H) , 7 . 0 4 (d, J =8. 3 
Hz, 1H),7.23 (d, J = 1.8Hz, 1 H) , 7 . 2 5 - 7 . 4 5 

(m, 5H) , 8. 3 4 (b r s, 3 H) . 

[0 16 4] 

9k & W 4 0 

N _ [( 2 , 3 - y t Kn - 1 , 4 > V*v * * v > - 6 - -f * ~ 

>^v^ij^;v^^^;l/i^x;V 307. 7mg (1.69mmol)> 
»3&W3 8Ti#fcBAK-G 3 6 9 3 4 lmg (1.6 9mmo 1). jftB** V 
*A 4 6 6mg (3.38mmol)^^DMSO 5mL£, 140X^3^ 

mmwLtzo Rjs*n**in*., ftn^^ttffiu y 

^v:»»^^=3 : i) t«*u MHtott (bak-G3 7D * i 

9 b m g (JRJ£3 7%) #7^ 0 
[0 16 5] 
Mb 5 2] 



.OH 
6 




BAK-G371 



[0 16 6] 

1H-NMR (CDC 1 3) 8 : 

3.81 (s, 3H) ,4.25 (s, 4H),4.50 (d, J=5.5Hz 

2H) ,6.32 (brs, 1H) ,6.38 (dd, J =2. 5,8.8 
Hz, 1H) ,6.47 (d, J = 2.5Hz, 1 H) , 6 . 7 0 - 6 . 9 0 ( 
m, 3 H) ,7.23 (d, J=8.8Hz, 1 H) , 1 2 . 6 8 U, 1H 
) • 

E I —MS m/z: 315 (M+). 



mm%? 2003-3085892 



2002-275759 



: 45/ 



[0 16 7] 

ft it « 4 1 

5^Dn-N-[(2,3-^KD-1.4-^/vt^»-6-f 

KM4 0 kn»0*fe^ »HMfc*W (BAK-G 3 7 8) £431^6 1 %T? 

[0 16 8] 
[4fc5 3] 




BAK-G378 



[0 16 9] 

lH-NMR (CDC 13) S: 

4.24 (s. 4H) ,4.51 (d, J = 5.8Hz, 2 H) ,6.75- 
6.9 0 (m. 3 H) ,6.94 (d, J = 8. 9 Hz, 1H) ,7.42 (d 
d, J = 2.5,8.9Hz, 1H).7.88 (d, J=2.5Hz, 1 H) 
8. 7 0 (b r s, 1H) , 1 2. 8 0 (b r s, 1 H) . 
EI-MSi/z: 3 19 (M+). 
[0 17 0] 
ft ft 01 4 2 

«ftffl4 0 fcH«0**-e, »ft^J (BAK-G 3 9 1) *W3 1%t 
[0 17 1] 



WSE#2 003-3085892 




[0 17 2] 

1H-NMR (CDC 13)*: 

3.81 (s, 3 H) ,3.89 (s, 3H) ,4.53 (d, J = 5.5Hz 
2H) , 5. 1 6 (s, 2H) , 6. 2 9 (b r s, 1 H) , 6 . 3 8 ( d d 
J = 2. 5,8.9Hz, 1H) .6.47 (d, J = 2.5Hz, 1 H) 
,7.22 (d, J = 8.9Hz, 1H), 7. 25-7. 50 (m, 5H) 
, 12.68 (s, 1 H) . 
E I -MS m/z: 3 9 3 (M+). 
[0 17 3] 
« & 00 4 3 

N-(4-^W-3-^^>^)-5-^n-2-li 
IR&0I4 0 kH*©*S-C, «Ht#» (BAK-G3 9 5) *OT5 4 %T 



[0 17 4] 
Mb 5 5] 





BAK-G395 



[0 17 5] 

1H-NMR (DMSO-d6) S: 



t±JSE# 2003-3085892 



^ 2002-275759 ^ • 

3.76 (s, 3 H) ,4.42 (m, 2H) ,5.06 (s, 2 H) , 
6.82 (dd, J = 1.9,8.2Hz, 1H). 6. 90-7. 00 (m, 
3 H) , 7. 30-7. 50 (m, 6H) ,7.96 (d, J = 2.6Hz, 
1H) , 9. 3 6 (brt.lH) ,12.56 (b r s, 1 H) . 
E I -MS m/z: 3 9 7 (M+). 
[0 17 6] 
Hi 4 4 

N _(3,4-y> b^>7xW)-2-t Kn^rv-4-^ h^rv^ 

asm tm&if&e* mmit&m (bak-g3 s e) *jr*2 4%-e# 

[0 17 7] 
Mb 5 6] 




BAK-G386 



[0 17 8] 

lH-NMR (CDC I3) S: 

2.87 (t, J = 6.8Hz, 2H) ,3.67 (q,J=6.8Hz, 2 
H), 3.80 (s, 3H),3.85(s,3H),3.88(s, 3H 
), 6.12 (brs, 1H) ,6.36 (dd, J=2.5,8.9 
Hz, 1H), 6.46 (d, J = 2.5Hz, 1 H) , 6 . 7 0 - 6 . 
90 (m, 3H) , 7.08 (d, J = 8.9Hz, 1 H) ,12.71 ( 
s, 1H) . 
E I -MS m/z: 3 3 1 (M+). 
[0 17 9] 

m it m 4 5 



tUSE^ 2003-3085892 



w 



2002-275759 



^-v: 48/ 



5-^nn-N-(3,4-^ >^y7x^f ;i/)-2-t F' 
XT ^ K<Z>#Jt£ : 

ftftfll fcBWHO^ttt?, £»<frfr* (BAK-G403) *JR*4 7 %"C» 

o 

[0 18 0] 
Ht5 7] 




BAK-G403 



[0 18 1] 

1H-NMR (CDC I3) * : 

2.88 (t,J=6.8Hz, 2H) ,3.68 (q,J = 6.8Hz, 2 
H) . 3.8 7 (s, 3H) ,3.88 (s, 3 H) ,6.28 (b r s 
1H) , 6.7 0-6.9 0 (m, 3 H) ,6.93 (d, J = 8.9 
Hz, 1H) , 7.17 (d, J =2. 5Hz, 1 H) ,7.32 (d d 
, J=2.5,8.9Hz, 1H) ,12.24 (s, 1 H) . 
E I -MS m/z: 3 3 5 (M+). 
[0 18 2] 
ft jt « 4 6 

3 -[(2, 3-*fc Ka-l ( 4-^>m^y>-6-f^)^^- 
2> 3-^ Kn-7-* h^v-4H-l,3-^/Wt^-4- 

«WI 2 k WWftO^tt-C. MMt*4fe (BAK-G3 7 4) *OTS3 7%Ttf# 

fco 

[0 18 3] 



miE# 2003-3085892 




[0 18 4] 

iH-NMR (CDC 1 3) a: 

3.8 3 (s, 3H) ,4.24 (s, 4H) ,4.63 (s, 2 H) , 

5.09 (s, 2H) ,6.42 (d, J=2.4Hz, 1H) ,6.67 
(dd, J = 2.4,8.7Hz, 1H) ,6.8 0-6.9 0 (m, 3 H) , 

7.9 2 (d, J = 8. 7Hz, 1H) . 
[0 18 5] 

m. it w 4 7 

6-^nn-3-[(2, 3 Kn-1, 4-^/vWv^-6-^ 

)V)*^)\s]-2, 3-v£ KD-4H-1, 3 -^vv^^^^v-4-* 

§^#!l 2 «ffr&«r (BAK-G379) *W 7 6 %t?# 

[0 18 6] 
[<fc5 9] 




BAK-G378 BAK-G379 



• [0 18 7] 

iH-NMR (CDC 1 3) $ : 

4.25 (s, 4H) ,4.64 (s, 2H) ,5.10 (s, 2H), 



tbiE^ 2003-3085892 



^2 0 0 2 - 2 7 5 7 5 9 ^ ^-v: 50/ 

6.7 5-6.9 0 (m, 3 H) ,6.90 (d, J=8.7Hz, 1 H) , 
7.3 8 (dd, J = 2. 6, 8.7 Hz, 1H) ,7.97 (d, J = 2. 6 

Hz, 1H) . 
E I -MS m/z: 3 3 1 (M+). 
[0 18 8] 

Wkitm 4 8 

3-[(2,3-^Kn-l,4-^/WV>-6-^)^^]- 
7 _^ 2 H- 1 , 3 2 , 4 (3 H) — 

«ft«3 fclW©**^ (BAK-G 3 7 7) W6 1%tH 

[0 18 9] 
[ft 6 0] 




,0^0 




BAK-G371 



O 

BAK-G377 



[0 19 0] 

1H-NMR (CDC I3) $ : 

3.89 (s, 3H) ,4.22 (s, 4 H) ,5.07 (s, 2 H) , 
6.68 (d, J=2.4Hz, 1H),6.80 (d, J=8.2Hz, 
1H) ,6.88 (dd, J = 2.4,8.8Hz, 1 H) , 6 . 9 5 - 7 . 
10 (m, 2H) ,7.97 (d, J=8.8Hz, 1 H) . 

E I -MS m/z: 3 4 1 (M+). 
[0 19 1] 

ii&m 49 

6-^n-3-[(2,3-^KD-l,4-^/^»- 6 ^ 
)VU 2 H - 1 , 3 2 . 4 (3 H) -*J*W 



2003-3085892 



2002-275759 



^-S*: 51/ 



«t«3fcra*o^ft^ mmft&® (bak-g3 8 2) ^I7 3%t# 

o 

[0 19 2] 

Hk6 i] 

o 

BAK-G378 
[0 19 3] 

1H-NMR (CDC 1 3) d : 

4.2 3 (s, 4 H) ,5.09 (s, 2 H) . 6 . 8 0 (d. J = 8. 2 Hz 

1H) .6.9 5-7.0 5 (m, 2H) ,7.22 (d, J = 8.8Hz 
,1H) ,7.62 (dd, J = 2.6,8.8Hz, 1H) ,8.05 (d, 
J = 2.6Hz, 1 H) . 
E I -MS m/z: 3 4 5 (M+). 
[0 19 4] 
ft jt « 5 0 

3 _(4_^>^;V^^v-3-^ h^rV^>^;V)-7-^ >**>-2H 
_ 1( 3 _^>^W/-2, 4(3H) 
IWSfcPWioW, MMfrfr* (BAK-G 3 9 3) *JR#9 4%T?» 

[0 19 5] 
Mb 6 2] 

O 

BAK-G391 




O 

BAK-G382 




BAK-G393 



WfE«F 2003-3085892 



m 



2002-275759 A 1 527 



[0 19 6] 

1H-NMR (CDC 1 3 ) S: 

3.89 (s, 6H) ,5.10 (s, 2 H) ,5.13 (s, 2 H) , 
6.6 8 (d, J = 2. 3 Hz, 1H) ,6.81 (d, J = 8. 2 Hz, 
1H) ,6.88 (dd, J =2. 4, 8.8Hz, 1 H) , 7 . 0 4 (dd, 
J = 2. 0,8.2Hz, 1H),7.14 (d, J = 2.0Hz, 1 H) . 
7.2 5-7.4 5 (m, 5 H) ,7.97 (d, J=8.8Hz, 1 H) . 
E I -MS m/z: 4 19 (M+). 
[0 19 7] 
m * 5 1 

3_(4-^Wi'-3-> h^>^V)-6-^D-2H- 
! ( 3 2 , 4 (3 H) : 

UN3 kP«to*ifet, (BAK-G 3 9 7) *W9 4%t» 

[0 19 8] 
Hfc6 3] 

' 0H a nr 0H ► 




CI 

6 




BAK-G395 



6 

BAK-G397 



[0 19 9] 

lH-NMR (CDC 1 3) S : 

3.89 (s, 3H) ,5.1 1 (s, 2 H) ,5.13 (s, 2 H) , 
6.8 1 (d, J=8.2Hz, 1H) ,7.04 (dd, J =2. 0.8. 2 
Hz, 1H),7.13 (d, J=2.0Hz, 1 H) , 7 . 2 2 (d, J = 
8.8 Hz, 1H) ,7.2 5-7.4 5 (m, 5 H) , 7 . 6 3 (d d, J = 
2. 5, 8.8Hz, 1H),8.05 (d, J=2.5Hz, 1 H) . 



ffi|jE# 2003-3085892 



m 



2002-275759 



^-v 5 : 53/ 



E I -MS ra/zl 4 2 3 (M+). 
[0 2 0 0] 

%k&m 5 2 

3 _(3, Kv7x^)-7-^ b^>-2H-l,3-^ 

MH 3 (BAK-G 3 9 0) tW82%tf» 

[0 2 0 1] 
Ht6 4] 



o. 




BAK-G386 



O 

BAK-G390 




[0 2 0 2] 

lH-NMR (CDC I3) S: 

2.95 (m, 2H) ,3.86 (s, 3 H) ,3.87 (s, 3 H) , 
3.91 (8. 3H) ,4.21 (m, 2 H) ,6.71 (d, J=2.4Hz 
1H) ,6.7 5- 6.8 5 (m, 3 H) , 6 . 9 0 (dd, J = 2. 4, 
8.8Hz, 1H) ,7.97 (d, J=8.8Hz, 1 H) . 
E I -MS m/z: 3 5 7 (M+). 
[0 2 0 3] 

m « m 5 3 

6 -^o-3-(3,4-^ ^y7xW)-2H-l,3-^V 

*W/-2.4(3H) - 
«ft«3fcH#0**^ *Sft*« (BAK-G 4 0 5) »8 1%t# 

*:„ 

[0 2 0 4] 



tb|E# 2003-3085892 



2002-275759 



^-v : 54/ 



Mb 6 5] 



ci 




ci 




o 



o 



o 



BAK-G403 



BAK-G405 



[0 2 0 5] 

1H-NMR (CDC I3) S : 

2.9 5 (m, 2H) ,3.86 (s, 3H) ,3.88 (s, 3H) , 
4.23 (m, 2H) ,6.7 5-6.9 0 (m, 3 H) ,7.24 (d, J = 
8.8Hz, 1H) ,7.65 (dd, J=2.5,8.8Hz, 1 H) , 
8.04 (d, J = 2. 5Hz, 1H) . 
E I -MS m/z: 3 6 1 (M+). 
[0 2 0 6] 
Wk it m 5 4 

3 _(4_ t Kn^v-3-^ h * v^) - 7 - >*v-2H- 
lf 3-^<y>/^^py-2, 4(3H) -v*><^J&: 
IBIM5 0"C#/:BAK-G3 9 3 3 7 0mg ( 0 . 8 8 3 mm o 1 ) , 

HmL^i^nn^r/ lOmLfc, 10%Pd-C£3 7mg 

fM^^f^l 2mL-^t>l 2mL^« B B B U ( 
BAK-G3 9 4) £ 1 8 8. 5mg (U$6 5%) #fc 0 

[0 2 0 7] 

Mb 6 6] 



o. 




o 




o 



o 



BAK-G393 



BAK-G394 



2003-3085892 



2002-275759 



^-> ? : 55/ 



[0 2 0 8] 

lH-NMR (CDC 1 3) S: 

3.88 ( s , 3H) ,3.89 (s, 3 H) , 5 . 1 0 ( s , 2 H) , 
5.60 (s, 1H) ,6.6 8 (d, J=2.3Hz, 1 H) , 6 . 8 0 - 
6.9 5 (m, 2 H). 7. 05-7. 15 (m, 2 H) , 7. 9 8 (d. J = 
8.8Hz, 1 H) . 
E I -MS m/z: 3 2 9 (M+). 
[0 2 0 9] 

m * #i 55 

6-^nn-3-(4-tKn*">-3-^ f^y^y»-2H-l, 
3 _^>>/^^ty*>-2,4(3H) I 
UN 5 4 fc RfllO^-C, $mmm (BAK-G 4 0 0) *tJR»8 5%-C 

[0 2 10] 
[ft 6 7] 




BAK-G397 BAK-G400 



[0 2 11] 

lH-NMR (CDC I3) 5 : 

3.8 9 (s, 3 H) ,5.1 1 (s, 2 H) , 5 . 6 2 (s, 1 H) , 
6.85 (d, J = 8.3Hz, 1H), 7. 05-7. 10 (m, 2H), 
7.22 (d, J = 8.8Hz, 1H) ,7.63 (dd, J = 2.5, 
8.8Hz, 1H) ,8.05 (d, J=2.5Hz, 1H). 

E I —MS m/z: 3 3 3 (M+). 
[0 2 12] 



WfE# 2003-3085892 



2002-275759 A *• 56/ 



m. * 00 5 6 

N -(4 -^>^;V**v- 3 - * * ^rv^>^)-2 , 4 , 6 - b V * V 

2,4.6-HJ* 198. 9mg ( 0 . 9 3 8 mm o 1 )> ft& 

«3 9T»fcBAK-G3 8 8 2 6 3mg (0.9 3 8mmo 1), N.N-SM 
y^n^xwr/ 0.3 9 2mL (2 . 2 5 mm o 1 )*itfDMF 4 m 
L***U iit:vxf;vr/fvT-K 0.1 7mL (1.13mmol) 

2 : 1) TflHRU (BAK-G4 0 1) *2 4 4 

. 5mg (JRsp6 0%) »fco 
[0 2 13] 
[ft 6 8] 



^6 O 
BAK-G337 




[0 2 14] 

lH-NMR (CDC 1 3 ) 5: 

3.78 (s, 6H) ,3.81 (s, 3 H) ,3.90 (s, 3 H) , 
4.5 7 (d, J = 5.8Hz, 2 H) ,5.15 (s, 2 H) , 5 . 9 8 
(br t.lH) ,6.10 (s, 2 H) ,6.83 (m, 2 H) , 6 . 9 7 
(s, 1H) ,7.2 5-7.5 0 (m, 5 H) . 
E I -MS ra/z: 4 3 7 (M+). 
[0 2 15] 

m & m 5 7 



mSE# 2003-3085892 



2002-275759 



^-v : 57/ 



N _( 4 -^v****- 3 Y**y*v*J»)-2 - * K***- 

6t#^BAK-G 4 0 1 5 7 2mg (1.3 lmmo 
4 _c;^^V 12mLK, 3^<kUf->A 8 7 8 m g (6.5 5mmol) 

*jniU 2 ottWWELfc. ws*t**lni^ «*t***ttiBU *4M* 
^ 7/f _ (^t>;|»x^-i : i) (bak- 

G402) *3 2 4mg 0I«5 8%) »fco 
[0 2 16] 
[<fc6 9] 




OBn 




[0 2 17] 

1H-NMR (CDC I3) * : 

3.80 (s, 3H) ,3.83 (s, 3H),3.89 (s, 3 H) , 
4.54 (d, J = 5.6Hz, 2H),5.15 (s, 2H),5.95 (d 

J = 2.4Hz, 1H),6.14 (d, J = 2.4Hz, 1 H) , 6 . 8 
0-6.95 (m, 3H) ,7.2 5-7.5 0 (m, 5 H) ,8.36 (b 
r t, 1H) , 1 4. 2 9 (s, 1 H) . 
E I -MS m/z: 4 2 3 (M+). 
[0 2 18] 
ft £ ffll 5 8 

- 2 H- 1 , 3 -^>7t^t^> - 2, 4 (3 H) -vtVO^ : 
«at«3fcm#®*ttt?. *Stt*tt (BAK-G4 0 4) *W9 2%U» 



mSE# 2003-3085892 




[0 2 2 0] 

iH-NMR (CDC I3) B: 

3.8 6 (s, 3 H) ,3.89 (s, 3 H) , 3 . 9 4 (s, 3 H) , 
5.05 (s, 2H) ,5.12 (s, 2 H) ,6.31 (s, 2 H) , 
6.79 (d, J = 8.2Hz, 1 H) , 7 . 0 6 (dd, J=2.0,8.2 
Hz, 1H) ,7.14 (d, J =2.0 Hz, 1 H) , 7 . 2 5 - 7 . 4 5 
(m, 5H) . 
E I -MS m/z: 4 0 4 (M+). 
[0 2 2 1] 

» & m 59 

3-(4-fc Kn^v-3-> 5. 7-v* h*v-2 

H-l, 3-^W^^^>-2, 4(3H) -i?*><04t&: 
i£R5 4 fcW*©***, Mtt*tt (BAK-G4 0 6) ^7 6%' 

[0 2 2 2] 



ffi|iE# 2003-3085892 




[0 2 2 3] 

1H-NMR (CDC I3) 8: 

3.87 (s, 3 H) ,3.89 ( s , 3H) ,3.95 (s, 3 H) , 
5.05 (s, 2H) ,5.58 (s, 1 H) ,6.3 1 (s, 2 H) , 
6.83 (d, J=8.6Hz, 1 H) ,7.05-7.15 (m, 2 H) . 
E I -MS m/z: 3 5 9 (M+). 
[0 2 2 4] 
S at fll 6 0 

2 ) 4-^K/^^»-6-(2-^Dxh^y)-N-[3 ( 4 

«MI2 5tH*om (BAK-G 3 6 4) t«#8 4%1? 

[0 2 2 5] 
Hb7 2] 




[0 2 2 6] 

1H-NMR (CDC I3) 5 : 



tBiE# 2003-3085892 



2002-275759 



60/ 



3.74 (t,J = 5.9Hz, 2H) ,4.19 (t,J = 5.9Hz, 2 
H) , 5.92 (s, 2H) ,6.04 (t,J = 5.8Hz, 1H) , 
6.15 (d, J = 2. OH z, 1H) ,6.25 (d, J=2.0Hz 
, 1H) ,6.66 (d. J =7. 9 Hz, 1 H) ,6.77 (dd, J 
= 1.5, 7.9Hz, 1H) , 6.86 (d, J = 1.5Hz, 1 H) 
,7.2 5-7.4 0 (m, 1 0 H) . 
E I -MS m/z: 5 4 5 (M+). 
[0 2 2 7] 

ft & m 6i 

6f 8 -e*(^>v?;l/**v)-3, 4-v^ Kn - 4 - [ 3 , 4 - V 

1 . 4 -^VV^T^tfV- 5 (2 H) 

ftjt*!2 9 kW*om BMiMtm (BAK-G3 6 7) »7 6%f 

[0 2 2 8] 
Ut7 3] 



BnO. 



|- — ^Cl 




OBn O 
BAK-G364 



O 



BnO. 




r°> 



OBn o 



BAK-G367 



[0 2 2 9] 

1H-NMR (CDC I3) $ : 

3.39 (t, J = 5. 6 Hz, 2H) ,3.98 (t, J = 5. 6 Hz, 2 
H), 4.74 (s, 2H) ,4.99 (s, 2H) ,5.16 (s, 2 
H), 5.95 (s, 2H) ,6.26 (d, J=2.3Hz, 1 H) 
,6.44 (d, J = 2.3Hz, 1E0.6.75 (d, J = 7.9 
Hz, 1H) ,6.83 (dd, J = 1.5,7.9Hz, 1 H) , 6 . 9 4 



ttiSE# 2003-3085892 



12002-275759 



^-v: 61/ 



eu it 



(d, J = l. 5 Hz, 1H) , 7.2 5- 7.5 0 (m, 1 OH) . 
E I -MS m/z: 5 0 9 (M+). 
[0 2 3 0] 

m 6 2 

3> Kn-6, B-W Kn^ry- 4 -[ 3 , 4 - f- UV *J** 

i , 4 -^v^tr-B e>- 5 (2 h) : 

SHt£16 lf^BAK-G 3 6 7 6 6 0 m g (1.30mmo D^iOt 
l2mLfc. 1 0%P d-Ct6 6mgtD^ ***H«T, WM* 
2 OI*W«#t/So MSU SlWtt ^^'^^^ 

(BAK-G 3 7 2) £ 3 5 7 . 3 m g ««8 3%) 
[0 2 3 1] 
[<t7 4] 



BnO 





[0 2 3 2] 

lH-NMR (CDC I3) 8 : 

3.46 (t,J=4.9Hz, 2H),4.20 (t,J=4.9Hz, 2 
H) , 4.68 (s, 2H) , 5.3 0 (s, 1 H) , 5 . 9 7 (s, 2 
H), 6.03 (d, J = 2.5Hz, 1H), 6.20 (d, J=2. 
5Hz, 1H), 6. 75-6. 85 (m. 3 H), 11. 80 (s, 1 
H) . 

E I -MS m/z: 3 2 9 (M+). 
[0 2 3 3] 

« & m 6 3 



fctifE# 2003-3085892 



^2 



002-275759 



^-V: 62/ 



1 t ibi*!im>#&tn sat- 

[0 2 3 4] 
Mb 7 5] 



(BAK-G4 4 1) 8%T?# 



BnO 



OH 



-eg 



BAK-G365-1 



BnO 




[0 2 3 5] 

lH-NMR (CDC I3) 

3.88 (s, 6H),4.54 (d, J = 5.5Hz, 2 H) , 5 . 0 6 (s 

2H) ,6.33 (b r t, 1 H) . 6 . 4 5 (d d, J = 2. 5, 8. 5 
Hz, 1H) ,6.56 (d, J = 2.5Hz, 1 H) , 6 . 8 0 - 6 . 9 5 
m, 3 H) ,7.24 (d, J=8.8Hz, 1 H) , 7 . 3 0 - 7 . 4 5 ( 
m, 5H) , 1 2.6 7 (s, 1 H) . 
E I -MS m/z: 3 9 3 (M+). 
[0 2 3 6] 
9k it 09 6 4 

4-^yyWy-2-(2-^ox^-»-N-(3 ) 4-^ H 
UH2 5 kB*om MUte* (BAK-G 4 4 2) «I9 2%" 
[0 2 3 7] 



mSE#2 003-3085892 




[0 2 3 8] 

1H-NMR (CDC 1 3) S : 

3.7 4 (t, J = 4. 8 Hz, 2H),3.86 (s, 3 H) , 3 . 8 7 (s 
, 3H),4.26 (t,J=4.8Hz, 2 H) , 4 . 5 8 (d, J=5. 
6 Hz, 2 H) ,5.09 (s, 2 H) ,6.48 (d, J = 2.3Hz, 
1H) , 6.71(dd, J=2. 3, 8.8Hz, 1H), 6.82 ( 
d, J = 8.7Hz, 1H) ,6.9 0- 7.0 0 (m, 2 H) ,7.30- 
7.4 5 (m, 5 H) ,8.14 (br t, 1 H) , 8 . 2 2 (d, J = 8. 
8Hz, 1H) . 
E I -MS m/z: 4 5 5 (M+). 
[0 2 3 9] 

m m m 6 5 

8 _^>-;;V^^v-4-(3, A-V* f^>v»-3,4-vt 
n _ i t 4_^>y^^^T-t*tf>- 5 (2H) : 

rn.rn.m2 9 imwis&*. mmtt&w (b ak-g 4 4 4) wms 1 % 

[0 2 4 0] 



tiilE# 2003-3085892 




[0 2 4 1] 

1H-NMR (CDC I3) $: 

3.46 (t,J=5.2H Zl 2H) .3.87 (s, 3 H) ,3.88 (s 
, 3H),4.14 Ct.J-5.2H2. 2 H) , 4 . 7 5 (s, 2 H) 
5.07 (s, 2H) ,6.7 5-6.9 5 (m, 4H) ,7.30- 
7.45 (m, 5H) ,7.87 (d, J=8.8Hz, 1 H) . 
E I -MS m/z: 4 19 (M+). 
10 2 4 2] 

S4 36 00 6 6 

3 , 4 - v Fn - 4 - ( 3 , 4 - *J * h ^^v;v) 
1>4 _^ > VtW€lf>-5(2H) 
KW(65t?ftfcBAK-G 4 4 4 4 8 0mg ( 1 . 1 5 mm o 1 )**0» 
*x*-* lOmLK, 10%Pd-C 4 8mg^, **#H*T2 0l*n 

^ Yir9 y<- 1 : 2) «u Wtfb*tt (ba 

K-G 4 4 5) ^ 3 3 4. 5mg OR* 8 8%) 
[0 2 4 3] 



#SE# 2003-3085892 




[0 2 4 4] 

lH-NMR (CDC I3) S: 

3.46 (t,J = 5.2Hz, 2H) ,3.86 (s, 3 H) . 3 . 8 8 (s 
, 3H) ,4.13 (t,J = 5.2Hz, 2 H) ,4.75 (s, 2 H) 
6.39 (s, 1H) ,6.45 (d. J = 2.5Hz, 1 H) ,6. 
6 2 (dd, J = 2. 5, 8.6Hz, 1 H) ,6.7 5-6.9 5 (m, 3H 
) , 7.78 (d, J=8.6Hz, 1H) . 
E I -MS m/z: 3 2 9 (M+). 
[0 2 4 5] 
ft £ ffll 6 7 

[ [4-(3,4-^>^^)- 2 ' 3 ' 4 ' 5 -^ 9/N 
4 K n- 5 -**V- 1 , 4 -^y***T«* 8 -<f *] 

6T#fcBAK-G4 4 5 2 5 9.3mg (0.7 8 8mmo 1). * 
3 2 6mg (2.3 6mmolK *n*I«*** 0.1 5mL ( 
1 5 8mmol)^DMF 4 mL IIt4lWWtfc. ***** 
SriUx. |»xf^ttU «W***Wt^>'^ A ^«»^ **** 

:1 )t«U»« (BAK-G 4 6 0) * 3 2 3.3mg (W10 

0%) #fco 

[0 2 4 6] 



ffiSE#2 003-3085892 




[0 2 4 7] 

lH-NMR (CDC 1 3 ) S: 

3.47 (t,J = 5.1Hz, 2H),3.81 (s, 3 H) , 3 . 8 7 (s 
, 3 H) ,3.88 (s, 3 H) ,4.14 (t, J = 5.1 Hz, 2 H) 
4.6 5 (s, 2 H) ,4.75 (s, 2 H) ,6.49 (d, J =2. 

5 Hz, 1H) ,6.72 (dd, J = 2.5,8.8Hz, 1 H) , 6 . 
7 5-6.9 5 (m, 3 H) ,7.89 (d, J = 8.8Hz, 1 H) . 
E I -MS m/z: 4 0 1 (M+). 
[0 2 4 8] 
ft & 0! 6 8 

[ [4 -(3 , 4 - V* Rv^>v» " 2 . 3 , 4 , 5 -f Y ?»>f K* " 

«ft«6 7-C»fcBAK-G 4 6 0 3 l5mg (0.7 8 6mmo 1)©** 
y->u»* 7mLIC*«fttby^ 4 0 0mg*iO»* 3mL*lD^ 

*«cW^-> , ^A-eia»Lfc. aHMfe, 1 OmL* 

&IHMU (BAK-G4 6 2) * 2 2 7.2mg 0K*7 5%) 

[0 2 4 9] 



ttiiEijf 2003-3085 




[0 2 5 0] 

iH-NMR (DMSO-d6) S: 

3.4 9 (t,J = 4.6Hz, 2H),3.7 2 (s, 3H),3.73 (s 
3 H) .4.19 (t, J =4. 6 Hz, 2 H) ,4.65 (s, 2H) 
4.72 (s, 2H) ,6.50 (d, J = 2.5Hz, 1 H) , 6 . 
7 3 (dd, J =2. 5, 8.8Hz, 1 H) , 6 . 8 0 - 6 . 9 5 (m, 3 
H) , 7.69 (d, J = 8.8Hz, 1 H) . 
E I -MS m/z: 3 8 7 (M+). 
[0 2 5 1] 
9k it #J 6 9 

3-[(4-^W">-3-^ Kv)^V]-6-?nn-2, 
KU-4H-1, 3-^>V^^r^v>'-4-*>^^ : 
fcW*©**^ *H<t** (BAK-G 4 5 4) *JR#8 8 %«C» 

[0 2 5 2] 
[ft 8 1] 




[0 2 5 3] 

lH-NMR (CDC 1 3) * : 



mSE# 2003-3085892 



2002-275759 



^-V: 68/ 



3.87 (s, 3H) ,4.68 ( s , 2H),5.09 (s, 2 H) , 
5,15 (s, 2 H) ,6.7 5-6.9 5 (m, 4H) ,7.30-7.50 
(m, 6H) ,7.98 (d, J=2.6Hz, 1 H) . 
E I —MS m/z: 4 0 9 (M+). 
[0 2 5 4] 
7 0 

6-^nn-2,3-yt Hn-3-[(4-fc Yu**s-3-* h*v)^ 
>y)V]-4H-l, 3-^>y^^r-9-v>-4-^><7)^ I 
«jftfl6 6 tRfllO^fe-e. MMt*W (BAK-G4 5 6) *JR*7 1 %T? 

[0 2 5 5] 
Mfc8 2] 



OBn 





[0 2 5 6] 

iH-NMR (CDC I3) 5 : 

3.8 7 (s, 3 H) ,4.67 (s, 2 H) ,5.09 (s, 2 H) , 
5.6 4 (s, 1H) ,6.7 5-6.9 5 (m, 4 H) ,7.39 (dd, 
J =2. 6, 8.7Hz, 1H) ,7.98 (d, J = 2.6Hz, 1H). 
E I -MS m/z: 3 19 (M+). 
[0 2 5 7] 
ft j& fll 7 1 

[4 _ [ [ 6 -^no-4-W-2H-l,3-^>^^t 

UN6 7 fcn3»«>*tt-c. mmft&w (bak-g4 5 9) *jr*i 00% 



mtE# 2003-3085892 



2002-275759 



69/ 



[0 2 5 8] 
[4t8 3] 




BAK-G456 




[0 2 5 9] 

iH-NMR (CDC 1 3 ) S: 

3.80 (s, 3H) ,3.87 (s, 3 H) ,4.69 (s, 4 H) , 
5.10 (s, 2H) ,6.7 5-6.9 5 (m, 4 H) ,7.40 (d d, J 
= 2. 6, 8.7Hz, 1H) ,7.98 (d, J=2.6Hz, 1 H) . 

E I -MS m/z: 3 9 1 (M+). 
[0 2 6 0] 

k t& m 7 2 

[4 _ [ [ 6 -^n-4-^y-2H-l,3-^/Wv>- 
3(4H) -4*] -2-* >^>7x^v] 

UM6 8 km****"*, (BAK-G4 6 1) «riR*6 7%t? 



[0 2 6 1] 
Mb 8 4] 





[0 2 6 2] 



mSE# 2003-3085892 



m 



2002-275759 



i-v : 70/ 



iH-NMR (DMSO-d6) 

3.7 5 (s, 3 H) ,4.6 1 (s, 2 H) ,4.62 (s, 2 H) , 
5.3 3 (s, 2 H) ,6.82 (m, 2 H) , 6 . 9 6 (s, 1 H) . 
7.12 (d, J = 8.7Hz, 1H) ,7.59 (dd, J = 2.6,8.7 
Hz, 1H) ,7.78 (d, J = 2.6Hz, 1 H) . 
E I -MS m/z: 3 7 7 (M+). 
[0 2 6 3] 
« & 00 7 3 

N _ [ (4_^y>t^v-3-n^» -5-^nn- 
«W2 5kPWO*ft-e, »l (BAK-G4 7 1) *JR*8 8 %"C 

[0 2 6 4] 
[itS 5] 



BAK-G395 



.OBn 




OBn 




[0 2 6 5] 

iH-NMR (CDC I3) 8 : 

3.73 (t. J -4.8Hz. 2H),3.88 (s, 3H),4.29 (t, 
J = 4.8Hz, 2 H) ,4.57 (d, J = 5.6Hz, 2 H) , 5 . 1 5 ( 
s, 2H) ,6.7 5- 6.9 5 (m, 4 H) ,7.2 5-7.5 0 (m, 6H 
), 8.18(brt,lH),8.2l(d, J = 2. 8Hz, 1H) . 

E I -MS m/z: 4 5 9 (M+). 
[0 2 6 6] 

$t & m 7 4 



miiE# 2003-3085892 



2002-275759 



! 71/ 



4 _ [ (4^>v>t^-3-^^) -Ov;v] -7-*nn- 
Si 4-^Fn-l,4-^/**tT«ev-5(2H) 

MM 2 9 fcPtt****^ MflsM (BAK-G 4 7 2) ^8 6%t 



[0 2 6 7] 
lflS8 6] 



OBn 




OBn 




BAK-G472 



[0 2 6 8] 

lH-NMR (CDC I3) S: 

3.4 4 (t, J =4. 9 Hz, 2 H) ,3.88 (s, 3 H) , 4 . 1 2 (t, 
j=4.9Hz, 2H) ,4.74 (s, 2 H) ,5.15 (s, 2 H) , 
6.7 5-7.0 0 (m, 4 H) ,7.2 5-7.5 0 (m, 6 H) ,7.84 
(d, J = 2. 7Hz, 1H) . 
E I —MS m/z: 4 2 3 (M+). 
[0 2 6 9] 

fi at m 7 5 

) -l,4-^mtT*e>-5(2H) -*V^frJ«: 

1^6 6 kH*^tt-C, «Mfrfr* (BAK-G4 7 3) *WM 9 %t? 

[0 2 7 0] 



m«E#2 003-3085892 



2002-275759 



72/ 



Ht8 7] 




[0 2 7 1] 

1H-NMR (CDC I3) 8: 

3.45 (t, J = 4. 9 Hz, 2H) ,3.88 (s, 3 H) , 4 . 1 2 (t, 
J =4. 9 Hz, 2H) ,4.73 (s, 2 H) ,5.65 (s, 1H), 
6.8 0 (dd, J = 1.8,8.0Hz, 1H) ,6.8 5-7.0 0 (m, 
3 H) ,7.36 (dd, J = 2. 7, 8. 7 Hz, 1 H) , 7 . 8 4 (d, J 
= 2. 7H z, 1 H) . 
E I -MS m/z: 3 3 3 (M+). 
[0 2 7 2] 
ft & M 7 6 

[4- [ [7-^nn-2,3-^Kn-5-^V-l,4- 
^>V**-9-T*e>-4 (5H) -4*] -2-^h^~> 

tttfl6 7kW»0^«i^ (BAK-G 4 7 4) W10 0 ( 

[0 2 7 3] 
[ft 8 8] 





CI 



BAK-G473 



BAK-G474 



tfiSE# 2003-3085892 



2002-275759 



: 73/ 



[0 2 7 4] 

1H-NMR (CDC I3) S: 

3.4 5 (t, J = 5. 3 Hz, 2 H) ,3.80 (s, 3 H) , 3 . 8 8 (s 
3H),4.14 Ct.J-5.3Hz. 2H),4.70 (s, 2 H) 
4.75 (s, 2H) .6.77 (d, J = 8.lHz, 1 H) . 6 . 
83 (dd. J = 1.7,8.1Hz, 1H).6.94 (d. J = 8.6 
Hz, 1H) . 6.9 5 (d, J = 1-7 Hz, 1H) .7.3 7 ( 
dd, J=2.7,8.6Hz, 1H),7.84 (d, J = 2.7Hz, 1H 
) • 

E I -MS m/z: 4 0 5 (M+). 
[0 2 7 5] 

9k ^ 08 7 7 

[4 _ [ [ 7 _*nn-2,3-^Kn-5-**V-l,4-^/* 

**tW>-a (5H) -4M *W\ -2-^^7x/^>] 

ftt«6 8tH»^ft-C, (BAK-G 4 7 5) «?7 9%t 

[0 2 7 6] 
[ft 8 9] 





[0 2 7 7] 

lH-NMR (DMSO-d6) 

3.5 2 (t, J = 4.8Hz, 2 H) ,3.76 (s, 3 H) . 4 . 2 2 (t, 
J=4.8Hz, 2H).4.64 (s, 2 H) , 4 . 6 7 (s, 2 H) , 



miE^ 2003-3085892 



m 



2002-275759 




^- v 7 *. 74/ 



6.8 3 (brs, 1H) ,6.97 (br s, 1 H) , 7 . 0 7 (d, J = 
8.7Hz, 1H) ,7.53 (dd, J = 2.7,8.7Hz, 1 H) , 
7.69 (d, J = 2.7Hz, 1 H) . 
E I -MS m/z: 3 9 1 (M+). 
[0 2 7 8] 
m ^ m 7 8 

3,5-y^nn-N- [ (2,3-^Kn-l,4-^/^» 

3 5 - y^ nn - 2 - t Kn^f y^>**>x;V*^J^ ° 'J K 1.00 g ( 
3.-8 2mmo 1) . WMI3 8T^:B AK-G 3 6 9 7 7 1mg (3.8 2 
mmo 1) . h'jxwr/ 1.60mL ( 1 1 . 5 mm o 1 ) . 
A 40.0mL^IStl6.5^i#U: o M^mo 1 /L«*lD 

t>:if^=2 : l) **l»u MMfrfr* (bak-ka2 5 4) *i 

. 4 5 g Wfco 0W*9 7%) 
[0 2 7 9] 



[0 2 8 0] 

lH-NMR (CDC 1 3) 51 

4.0 9 (s, 2 H) ,4.22 (s, 4 H) , 6 . 5 8 - 6 . 7 6 (m. 3 

) , 7.50 (brs, 1H) 
E I —MS m/z: 3 8 9 (M+), 3 9 1(M+2), 3 9 3 (M+4) 



[<b9 0] 




BAK-KA254 



ttiSE# 2003-3085892 



2002-275759 A * 75 / 



[0 2 8 1] 

SS jt ft 7 9 

5i7 _^nn-2- [ (2,3-vtKn-l,4-^vWy> 
_ 6 _^ ;V ) ^;v] -2,3-^KD-4,l,2-^/W7 

v > 1 , 1 - ¥ '> K^J* *• 
»J7 8"Cl#f:BAK-KA2 5 4 4 3 9 m g (1.12mmol) , p- 

^x^**'/|-*(li 2 1 4mg (1.1 2mmo 1) . V* 

y l.OOmL Y**-* 10.0mL*14l*«m*WfcLfc. » :2m 

^ 7/f _ ( ^t>:»f^^=3 : i) t*IIt, (bak-k 

A2 5 5-D *416mg#fc. (JR*9.2%) 
[0 2 8 2] 




o 2 



BAK-KA255-1 



[0 2 8 3] 

1H-NMR (CDC I3) S: 

4.27 (s, 4H) ,4.29 (s, 2 H) ,5.48 (s, 2 H) , 
6.8 6-6.8 9 (m, 3 H) , 7 . 5 5 (d, J =2. 5 Hz, 1 H) . 
7.6 7 (d, J = 2.5Hz, 1 H) 
E I —MS m/z: 4 0 1 (M+), 4 0 3 (M+2). 4 0 5 (M+4) 
[0 2 8 4] 
1 00 8 0 

5i7 -^Dn-2- [ (2,3-^Kn-1.4-^^- 
6 _^; V ) -4,l,2-^/WTy>-3 (2H) - 



tBSE#2 003-3085892 



2002-275759 



^-y. 76/ 



WkWI 8tW:BAK-KA2 5 4 3 0 Omg (0.7 7 mm o 1) . N, 
N-rt^vM^V*-^ 2 4 9mg (1-5 3mmo 1) , y**-*T*/* 

9 4. Omg (0.7 7mmo l) > **^W^T5K 5.0 0 
mLt tItJ2 lWWI*#Lfc« E»2mo l/L«S:ln^ 

^7^- (^MJ-v :»«^^ s =4 : l) 

KA2 5 7) *2 2 2mgftfc. OR* 6 9%) 
[0 2 8 5] 
Mb 9 2] 



i»u &mt&m (BAK- 





BAK-KA254 



BAK-KA257 



[0 2 8 6] 

lH-NMR (CDC I3) 8 : 

4.2 3 (s, 4 H) ,4.94 (s, 2 H) , 6 . 8 2 (d, J = 8. 2 
Hz, 1H) ,6.98 (dd, J = 2. 1,8.2 Hz, 1 H) , 7 . 0 0 ( 
d, J = 2.1Hz, 1H) ,7.72 (d, J = 2. 4 Hz, 1 H) , 7 . 
7 5 (d, J = 2. 4H z, 1 H) 
E I -MS m/z: 4 15 (M+). 4 1 7 (M+2), 4 1 9 (M+4) 
[0 2 8 7] 
» & 00 8 1 

N _ [4 - (^>v;V**~» -3-*h*^>^ -3.5-5>* 
««7 8i:B»om M<fc«* (BAK-KA2 6 6) *JR*8 8% 



fcb|E# 2003-3085892 



2002-275759 



77/ 



[0 2 8 8] 
Mb 9 3] 



CI 




CI 




no 



BAK-KA266 



[0 2 8 9] 

1H-NMR (CDC 1 3) S : 

4.0 9 (s, 3 H) ,4.13 (d, 2 H) , 5 . 0 8 (t.lH) .5.12 
(s, 2 H) ,6.61-6.78 (m, 3 H) , 7 . 3 1 - 7 . 5 3 (m, 7 
H) 

EI-MSm/z: 4 6 7 (M+), 4 6 9 (M+2), 4 7 1 (M+4) 
[0 2 9 0] 
M & « 8 2 

2 - [4- (^>y>t^rv) -3-^^'W»] -5.7—?* 
nn-2,3-yliKo-4,l,2-^mWV 1,1—?** 

WWI7 9fcBM»«>*tt-C, JUHtett (BAK-KA2 6 8 - 1) *J«7 

4 %Ti#/Co 

[0 2 9 1] 
Mb 9 4] 



CI 




no 




no 



BAK-KA266 



BAK-KA268-1 



[0 2 9 2] 

1H-NMR (CDC I3) d : 



tidiEJjf 2 003-3085892 



2002-275759 




^-v : 78/ 



3.9 0 (s, 3H) ,4.32 (s, 2 H) , 5 . 1 7 (s, 2 H) . 
5.47 ( s , 2 H) , 6 . 8 6 - 6 . 9 1 (m, 3H) ,7.31 (m, 
7H) 

E I -MS m/z: 4 7 9 (M+), 4 8 1 (M+2), 4 8 3 (M+4) 
[0 2 9 3] 
M^l 8 3 

5,7-^nn-2,3-^ Kn-2- (4 -fc Ku*~>- 3 V* 
-4,1,2 -^^mfTvV- 1 , 1 -^^v K^'a 

«#J8 2f#fcBAK-KA2 68-1 6 0 4mg (1.22mmol) , 
10%Pd-C 6 0.0mg,it^ 1 0. 0mL&7K5t^ttT> mMr^3 

Mtt^ (BAK-KA2 6 9) %3 9 0mg#^ o (^8 2%) 
[0 2 9 4] 



[0 2 9 5] 

iH-NMR (CDC 1 3) d : 

3.91 (s, 3H) ,4.32 (s, 2H) ,5.48 (s, 2H), 
5.69 (s, 1H), 6. 85-6. 94 (m, 3H) ,7.56 (d, J = 
2.5Hz, 1H) ,7.68 (t, J=2.5Hz, 1H) 

E I -MS m/z: 3 8 9 (M+), 3 9 1 (M+2), 3 9 3 (M+4) 
[0 2 9 6] 

m ^ m 8 4 



Mk9 5] 





BAK-KA268-1 



BAK-KA269 



tBfE^p 2003-3085892 



2002-275759 A : 79/ 



2 _ [4 _ (^v*****) -3->b^^»] -5.7-** 
nn-4,l,2-^vWT^-3 (2H) 

»tM8 0 kH»om «Mb*» (BAK-KA2 6 7) f:W8 5 

[0 2 9 7] 
Mb 9 6 ] 




KA266 



[0 2 9 8] 

m & n 8 5 

I'.a-^V'/WT^V-S (2H) 
ttHSSfcPWO^W^ (BAK-KA2 7 1) *W4 2% 

[0 2 9 9] 
Mb 9 7] 



° 2 o 



ccc 



>0 OBn 

CI 

KA267 




[0 3 0 0] 

1H-NMR (CDC 1 3) d: 



HiiE# 2003-3085892 



9f 



2002-275759 



^-v: 80/ 



3.89 (s, 3H) ,4.98 (s, 2H) ,5.66 (brs, 1 H) , 
6.8 5-7.0 4 (m, 3 H) ,7.72 (d, J = 2.4Hz, 1 H) , 
7.74 (t, J=2.4Hz, 1H) 
E I -MS m/z: 4 0 3 (M+), 4 0 5 (M+2), 4 0 7 (M+4) 
[0 3 0 1] 
Sl^J 8 6 

3, 5-^an-2-t KD^rv-N- [3,4- (^fl/V^t*'» 
dfl7 8 kW«0*ftt?, «AI:«« (B AK-KA2 7 5) *fl»7 8% 

[0 3 0 2] 
Hb9 8] 

o 2 

CK^^S0 2 CI 

BAK-KA275 




[0 3 0 3] 

iH-NMR (CDC 1 3) d : 

4.10 (d, J= 6.0Hz, 2 H) .5.09 (t, J = 6.0 Hz, 1 
H) ,5.94 (s, 2 H) ,6.59-6.7 1 (m, 3 H) , 7 . 5 2 (s 
, 2H) , 8. 3 4 (brs, 1 H) 

E I —MS m/z: 3 7 5 (M+), 3 7 7 (M+2), 3 7 9 (M+4) 
[0 3 0 4] 

ft m m 8 7 

5,7-^nn-2- [3,4- -4, 
12 _^ y y W 7^>-3 (2H) -t>-l,l-vW^ 

A: 



tbSE^F 2003-3085892 



m 



2002-275759 



^-v: 81/ 



km s o hfrnott-v* mmftur® (bak-ka2? 7) *«* 

[0 3 0 5] 



[0 3 0 6] 

iH-NMR (CDC I3) S : 

4.9 6 (s, 2 H) ,5.95 (s, 2 H) , 6 . 7 4 - 6 . 9 9 (m, 3 
H), 7.73 (d, J=2.4Hz, 1 H) ,7.7 5 (d, J = 2. 
4Hz, 1H) 

E I -MS m/z: 4 0 1 (M+), 4 0 3 (M+2), 4 0 5 (M+4) 
[0 3 0 7] 

5( 7-^nn-2,3-^FD-2- [3,4- (^Wv*** 
v) -4 1 l,2-^/WTy>-l,l-^>K 

: 

UH7 9 fcn*0*ttt?, »B*fc*W (BAK-KA2 8 8) «4 : 



Hfc 9 9] 




BAK-KA275 



BAK-KA277 



[0 3 0 8] 

[<ti o o] 



CI 




CI 




BAK-KA275 



BAK-KA288 



ttiliE# 2003-3085892 



2002-275759 



82/ 



[0 3 0 9] 

lH-NMR (CDC I3) 

4.31 (s, 2H) ,5.48 (s, 2 H) ,5.99 (s, 2 H) , 
6.7 8-6.8 8 (m, 3 H) ,7.56 (d, J=2.5Hz, 1 H) , 
7.6 7 (d, J = 2. 5Hz, 1 H) 
E I -MS m/z: 3 8 7 (M+), 3 8 9 (M+2). 3 9 1 (M+4) 
[0 3 10] 
9k 3£ m 8 9 

2.0g (11.9mmol) *4*foJn*., 1 . 5 ttW, BOOT 

l*MH*bfc. BS»t2 0 0mL«*tffiW<^ ^ D * ;VAt * 

U (BAK-KA2 6 0- 1) *1.2 3 g#fc. («t*3 9%) 

[0 3 11] 

Mb 1 0 1 1 



BAK-KA260-1 



[0 3 12] 

lH-NMR (CDC I3) S: 

2.89 (s, 3H) ,3.96 (s, 6 H) , 6 . 1 2 (s, 2 H) 

E I -MS m/z: 2 6 6 (M+) 
[0 3 13] 

&m 90 



HJSE# 2003-3085892 



2002-275759 




^-v: 83/ 



N- [ (2,3-vtKn-l,4-^ 



ia«7 8kB*«m (BAK-KA2 6 1) *J«7 

[0 3 14] 
Hfc 1 0 2 ] 



[0 3 15] 

lH-NMR (CDC 1 3) d: 

3.8 5 (s, 9 H) ,4.02 (d. J = 6. 3 Hz, 2 H) , 4 . 2 1 (s 

4H) ,5.31 (t,J = 6.3Hz, 1 H) , 6 . 0 9 (s, 2 H) , 
6.6 8- 6.7 6 (m, 3 H) 
E I -MS m/z: 3 9 5 (M+) 
[0 3 16] 

ft at « 91 

N _ [ 4 _ (^vy^t^y) -3-n^y^>v>] -2,4,6-1- 

ftjM7 8 kWI*0*ft-C, «MII«I (BAK-KA2 9 0) *JR#8 6 9i 

[0 3 17] 
lit 1 0 3 ] 




BAK-KA260-1 



BAK-KA261 



;0 2 ci — _ 




BAK-KA260-1 



BAK-KA290 



ffiliE# 2003-3085892 



m 



2002-275759 



84/ 



[0 3 18] 

lH-NMR (CDC I3) 

3.81 (s, 6H) ,3.82 (s, 3 H) ,3.83 (d. J = 3.7Hz 

2 H) ,3.84 (s, 3 H) ,5.12 (s, 2 H) , 5 . 3 2 (t, J 
= 3. 7 Hz, 1H ), 6.0 9 (s, 2 H) , 6 . 6 0 - 6 . 7 9 (m, 
3 H) , 7. 2 9-7. 4 4 (m, 5 H) 
EI -MS m/z: 4 7 3 (M+) 
[0 3 19] 
» ^ U 9 2 

N- [ (2 ) 3-yU'n-l,4-^^/vW>-6-^V) 

«WI9 0"C#fcBAK-KA2 6 1 1.2 6 g ( 3 . 1 9 mm o 1 ) , 3 * 
<fciJ**A 2.13g (15.9mmo 1) , 3 0mL*14i$ 

mtmrnrnvtzo mm^mk, »ixf^»u ********* 

■e»*u **im^*->**^^fco **** «it*^*W9A 
mb ^7^- ( ^t>:iixf;v=4 : 1-1 : 1) -e»«U M 

Kit® (BAK-KA2 6 2) * 9 4 6. 5mgftfc« OR* 7 8%) 
[0 3 2 0] 
Hfc 1 0 4 ] 





BAK-KA261 



BAK-KA262 



[0 3 2 1] 

lH-NMR (CDC I3) S: 



ttifE# 2003-3085892 



m 



2002-275759 



85/ 



3.78 (s, 3 H) ,3.81 (s, 3H) ,3.98 (d, 2 H) . 
4.2 1 (s, 4H) ,5.94 (d, J =2. 2 Hz, 1H) ,6.11 ( 
d, J =2. 2 Hz, 1H), 6. 61-6. 76 (m, 3H),9.84 (s 
, 1H) 

E I -MS m/z: 3 8 1 (M+) 
[0 3 2 2] 

m. it « 9 3 

2- [ (2, 3-vt KD- 1, 4-^>Vy**->>-6-'Ol') 
*] -2, Fn-6, 8-v* h*v~4, 1,2--^/*^ 

*7i?y— l.l-^t^v : 
Si»J9 2t#/:BAK-KA2 6 2 4 3 6mg (l.Hmmol) , ^ 
■7'J 1 0. OmL, 0. 5 0mL> ftTM*^-*' 2 0mL&6 

9 . 5l»IRIftMfc«kt^. Rfcifcfc 1 m o 1 /L**fltf- b V * 

N stif^tfflaju ^rtwtiwn***^**^^ ******* ^fr*** 

#0.7-/1,= 3 : l^nn^W) TiMU (BAK-KA2 6 4 

) * 2 7 2m g#fc 0 (JR*6 0 %) 

[0 3 2 3] 

Hbl 0 5] 





BAK-KA262 



BAK-KA264 



[0 3 2 4] 

1H-NMR (CDC 1 3) d: 

3.81 (s, 3H) ,3.94 (s, 
4.3 4 (s, 2H) ,5.24 (s, 
Hz, 1H) , 6. 1 5 (d, J=2 



3H) , 4. 2 7 (s, 4H) , 
2H) , 6. 0 9 (d, J = 2. 3 
3Hz, 1H) ,6.87-6. 



tfiSE# 2003-3085892 



2002 —2 75759 



^-v: 86/ 



9 3 (m, 3 H) , 
EI -MS m/z: 3 9 3 (M+) 

[0 3 2 5] 
£ W 9 4 

2 _ [ (2, 3 - yn Kn - 1 , 4 -^V'/yt*'»- 6 -'f ^) ^ 
*] -6,8-^Kv-4,l,2-^/W7y>-3 (2H) 

«W8 0kB»O*S^ (BAK-KA 2 6 5) 

[0 3 2 6] 
Mfcl 0 6] 





BAK-KA262 



BAK-KA265 



[0 3 2 7] 

1 H-NMR (CDC 1 3) d: 
3.85 (s, 3H) ,3.97 (s, 3 H) ,4.22 (s, 4 H) , 
4.9 2 (s, 2 H) ,6.32 (d, J = 2. 2 Hz, 1 H) , 6 . 3 5 ( 
d, J=2.2Hz, 1H) ,6.80 (d, J = 8.2Hz, 1 H) ,7. 
01 (dd, J=2. 0,8.2Hz, 1H),7.06 (d, J=2.0Hz 
, 1H) 

E I -MS m/z: 4 0 7 (M+) 
[0 3 2 8] 

k m m 9 5 

v-4, 6 * h^-->^>-t*>^^^>T^ : 
ftftfl 9 2 H«kO*ftt?«Bft«« (BAK-KA 2 9 2) *2.20g# 



mSE# 2003-3085892 



2002-275759 



^-v: 87/ 



tz 0 (W,5e*w) 

[0 3 2 9] 
Htl 0 7] 




BAK-KA290 BAK-KA292 



[0 3 3 0] 

iH-NMR (CDC I3) d : 

3.68 (s, 3H) ,3.80 (s, 3H),3.83 (s, 3 H) , 
4.0 3 (d, 2 H) ,5.12 (s, 2 H) , 5 . 9 0 (d, J = 2. 3 
Hz, 1H),6.11 (d, J=2.3Hz, 1 H) , 6 . 5 7 - 6 . 7 7 ( 
m, 3H) ,7.2 9- 7.4 5 (m, 5 H) ,9.86 (s, 1 H) 

E I -MS m/z: 4 5 9 (M+) 
[0 3 3 1] 

m it m 9 6 

2 _ [4- (^v^**^) -3-* -2,3-v^ 
Fo-6,8-y^ h^v-4, 1, 2-^^Wy>-l, 1 

9%mm9 5"Cf#fcBAK-KA2 9 2 1. 0 0 g (2.1 8 mm o 1) , 
7iJ>^S« 20.0mL,tt l.OOmL, &7M 2 0.0mL£ 

f-;V=4 : 1-2 : 1) TKIttU mmit^m (BAK-KA2 9 4) £5 6 6 
mg#£o (4X2*5 5%) 
[0 3 3 2] 



tBiiE# 2003-3085892 




[0 3 3 3] 

Wk & M 9 7 

8 > * v- 4 , l , 2 -/<yyW7y>- 1 , 1 K« 
UN8 3 fcPWO**^ Wit** (BAK-KA 2 9 6) *OTU 2% 

[0 3 3 4] 
Hfc 1 0 9 ] 




o 

KA296 



[0 3 3 5] 

lH-NMR (CDC 13) a : 

3.81 (s, 3H) ,3.91 (s, 3 H) ,3.95 (s, 3 H) , 
4.37 (s, 2H) ,5.23 (s, 2H),5.66 (s, 1H), 
6.10 (d, J = 2. 2 Hz, 1H) ,6.17 (d, J = 2.2Hz, 1 
H) ,6.8 4-6.9 4 (m, 3 H) 

E I -MS m/z: 3 8 1 (M+) 
[0 3 3 6] 



ffi!E# 2003-3085892 



2002-275759 



^-v?: 89/ 



£ & #U 9 8 

2 _ [4 _ (^>^;v**v) -3-^^>^] -6,8-v^ 
b ^_ 4)1> 2-^/W7y>-3 (2H) 

mWSOkPflai©^ *»<t** (BAK-KA 2 9 5) *»fco 
[0 3 3 7] 

Hti i o] 




OBn 



> o 2 Q ^ 



KA292 



KA295 



[0 3 3 8] 

m&n 99 

4> l )2 -^/WTy>-3 (2H) -^^-l.l-V**^!* 

«MI8 3kH*0**^«l^b^ (BAK-KA2 9 7) *B#18% 
(218) t?#^o 
[0 3 3 9] 
Hbl 1 1] 



V o 2 



KA295 




[0 3 4 0] 

1H-NMR (CDC I3) 



ffiSE# 2003-3085892 




2002-275759 A *~ ^ • 90/ 



3.85 ( s , 3H) ,3.88 ( s , 3H) ,3.98 ( s , 3H), 
4.95 (s, 2H) ,5.61 (s, 1 H) , 6 . 3 2 (d, J = 2.2 
Hz, 1H) ,6.36 (t, J = 2. 2 Hz, 1 H) , 6. 8 3-7. 10 ( 
m, 3H) , 
E I -MS m/z: 3 9 5 (M+) 
[0 3 4 1] 
It £ til 10 0 

3,5-^nn-N- [2- (2, 3-^Kn-l,4-^'/W 
j£ : 

ftJW7 8kH*0^ (BAK-E5 7) «7 8%f# 

[0 3 4 2] 
Mb 1 1 2 ] 




BAK-E57 



[0 3 4 3] 

n&m ioi 

6,8-^nn-2- [2- (2,3-^^-1,4-^^^ 
v>-6-^f;W x.**] -4, 1, 2-^>'/*tWV-3 (2H) 

«W8 0i:H*O*tt^ MHfrfirf& (BAK-E6 0) *JR*4 7%T» 

fco 

[0 3 4 4] 



tbiE# 2003-3085892 




[0 3 4 5] 

1H-NMR (CDC 1 3) a : 

2.92-3.00 (m, 2H) ,4.03 — 4.14 (m, 2H),4.22 
(s, 4H) ,6.65 (dd, J = 2.0, 8.5Hz, 1H) ,6.67 ( 
d, J=2.0Hz, 1H) ,6.74 (d, J=8.5Hz, 1 H) , 
7.69 (d, J = 2.4Hz, 1H) ,7.74 (d, J=2.4Hz, 

1H) . 

[0 3 4 6] 

ft £ 00 10 2 

3,5-^on-N- (3,4-v^b^v7xW) 

«fc«7 8fcH*©#ft^ (BAK-E6 7) *JR*8 6%t?» 

[0 3 4 7] 

mi 1 4] 

CI 

xx OH 

Cl^^^SOjCl 




BAK-E67 



[0 3 4 8] 

lH-NMR (CDC 1 3) S 



ffiSE# 2003-3085892 



2002-275759 A • 92 / 



2.73 ( t , J = 6 . 6 H z , 2H) ,3.28 (t,6.6Hz, 2 H) , 
3.84 (s, 3H) ,3.86 (s, 3H) ,6.57 (d, J=2.0 
Hz, 1H) .6.6 1 (dd, J = 2. 0,8.0Hz, 1H) .6.78 ( 
d, J = 8.0Hz, 1H) ,7.51 (d, J = 2.5Hz, 1 H) , 7 . 
5 3 (d, J = 2. 5Hz, 1H) . 
E I -MS m/z : 4 0 5 (M+) . 
[0 3 4 9] 

103 

5,7-^nn-2- (3,4-^>^v7xW) -4,1,2 

^vwrv>-3 (2H) 

«WI8 0fcW*«>*tt"e, *Wfc*fltP (BAK-E68) $rl»93%Ti# 

[0 3 5 0] 
Hfcl 1 5] 



ci 




BAK-E67 



BAK-E68 



[0 3 5 1] 

1H-NMR (CDC 1 3) 8 : 

3.0 3 (m, 2 H) ,3.84 (s, 3 H) , 3 . 8 6 (s, 3 H) , 
4.12 (m, 2 H) ,6.70 (s, 1 H) , 6 . 7 2 (s, 2 H) , 
7.65 (d, J = 2.4Hz, 1H) ,7.73 (d, J = 2.4Hz, 1 
H) . 

E I -MS m/z : 4 3 1 (M+) . 
[0 3 5 2] 

u m w 104 

3 _ [ N _ (2-^yWy-3,5-^DO^y^ 



ffilE# 2003-3085892 



2002-275759 A • 93/ 



2 _^ vi ; ;v ^^v-3, 5-^nn$lfK6 6 7. 3mg (2. 2 5m 
mo 1) . ***3-[[2- (3, 4-v7 b^7xs*) ^T^] 1 / 
n^i-h .»fi6 8 1mg (2. 2 5 mm o 1 ) > DIEAO. 94mL 
(5. 4mmo 1). , DMF 13mL^DEPC0. 4 lmL (2. 7 mm o 
1) *inx.> M-C2*IMWLfco *»xf^WL, 

*n^b^?7<r- (^**>:»«*^=2 : i) -ettftU MHfc** ( 

BAK-G 4 9 2) 1. 2 7 g (H$10 0%) fcftfco 
[0 3 5 3] 
Ufcl 1 6] 





BAK-G484 BAK-G492 



[0 3 5 4] 

E I -MS m/z: 5 5 9 (M+) . 
[0 3 5 5] 

m&w 105 

«»«10 4kH*O^ fW<t*% (BAK-G4 9 4) *l»9 9% 
[0 3 5 6] 



ffiiE# 2003-3085892 




[0 3 5 7] 

E I -MS m/z: 5 3 1 (M+) . 
[0 3 5 8] 

% m m 106 

- (3, h*v^>v?;v) 7^] 7*f->^JS: 

SftfllO 4 fcRHftO^Ffe-C. MHfc** (BAK-G4 9 9) ^7 3% 

[0 3 5 9] 
Hfcl 1 8] 





[0 3 6 0] 

E I -MS m/z: 5 17 (M+) . 

[0 3 6 1] 

» #1 10 7 

3 _ [ N - ( 3) 5-^nn-2-tKn^y^/^v) -N 



ttiSE^F 2003-3085892 



1 



2002-275759 



95/ 



6 tH*om (BAK-G4 9 3) *JR*9 1 %t? 

[0 3 6 2] 
Htl 1 9] 



CI o 
OBn 



CI 




1 ^-L 



N 

d 

BAK-G492 




O' 



CI O 
OH 



CI 




N 

O 

BAK-G493 




[0 3 6 3] 

E I -MS m/z: 4 6 9 (M+) . 

[0 3 6 4] 

« £ til 10 8 

[N- (3, 5-y^n-2-tKn^^/^v) -N- 

giN6 6 kH*©^ Mft^ft (BAK-G4 9 5) «rJR*9 1 %"C 

[0 3 6 5] 
Utl 2 0] 



CI o 
OBn 



CI 




Cl o 
OH 



O 

BAK-G494 




O. 
O' 



CI 




N 

0 

BAK-G495 




O. 
O' 



[0 3 6 6] 

1H-NMR (CDC 1 3) S : 

2.81 (t, J = 7.0 Hz, 2H) ,3.62 ( t ,J = 7.0Hz, 2H 



teSE# 2003-3085892 



,2 002-275759 



96/ 



) , 3.81 (s, 3H) ,3.82 (s, 3 H) ,3.87 (s. 3H 
), 4.19 (s, 2 H) , 6 . 5 0 - 6 . 6 5 (m, 2 H), 6.75- 
6.85 (m, 2H) ,7.37 (d, J = 2.5Hz, 1 H) . 
E I -MS m/z: 4 4 1 (M+) . 
[0 3 6 7] 

ft jfi « 10 9 

[N— (3,5-^nn-2-iiKn*^/^) ~N- ( 

UN6 6 kH*om (B AK-G 5 0 0) M»9 0%t 

[0 3 6 8] 
Mb 1 2 1 ] 





BAK-G500 



[0 3 6 9] 

lH-NMR (CDC I3) * 

3.78 (s, 3H) ,3.87 (s, 3 H) ,3.89 (s, 3 H) , 

4.10 (s, 2 H) ,4.64 (s, 2 H) , 6 . 7 0 - 6 . 9 0 (m, 3H 

), 7.26 (d, J = 2.5Hz, 1H),7.43 (d, J=2.5 

Hz, 1H) . 
E I -MS m/z: 4 2 7 (M+) . 
[0 3 7 0] 

ft & 00 110 

3- [N— (3,5-^nn-2-KKO^'/^) " N ~ (3 ' 



miE#2 003-3085892 



2002-275759 



^- *J : 97/ 



[0 3 7 1] 
Hfcl 2 2] 



ci o 

OH 



MMfrfr* (BAK-G4 9 7) *W9 8%t? 



ci 




o 

BAK-G493 



N ^CC 




[0 3 7 2] 

iH-NMR (CDC 1 3) 8 : 

2.6 5-2.8 5 (m, 4 H) ,3.59 (m, 2 H) ,3.79 (m, 2H 
), 3.80 (s, 3H) ,3.87 (s, 3 H), 6. 45-6. 60 ( 
m, 2H), 6.75-6.80 (m, 2 H), 7.31 (d, J = 2. 
5 H z , 1 H) . 
E I -MS m/z: 4 4 1 (M+) . 
[0 3 7 3] 

m jt « 111 

[N- (3,5-V^nn-2-tKn^'W/^v) -N- (3,4- 

»M 6 8i:H*om Wft^l (BAK-G 4 9 6) *JR*1 0 0% 

[0 3 7 4] 
[<tl 2 3] 





BAK-G496 



ffilE# 2003-3085892 



2002-275759 



-*J: 98/ 



[0 3 7 5] 

lH-NMR (CDC I3) **. 

2.81 (t,J = 6.7Hz, 2H),3.62 (t,J=6.7Hz, 2H 
) , 3.82 (s, 3H) ,3.87 (a, 3 H) ,4.22 (s. 2H 
) , 6.5 0-6.6 5 (m, 2 H) ,6.7 5-6.8 5 (m, 2 H) , 
7.37 (d, J = 2.5Hz, 1 H) . 
E I -MS m/z: 4 2 7 (M+) . 
[0 3 7 6] 

1 j& m 112 

[N— (3,5-^Dn-2-KFn*^/^) -N- (3.4- 
3Kt«68fcH*0**^ (BAK-G501) *«* 1 0 0 % 



[0 3 7 7] 
lit 1 2 4 ] 



ci o 

OH 




OH O— 



BAK-G500 




[0 3 7 8] 

lH-NMR (CDC I3) 

3.87 (s, 3H) ,3.89 (s, 3 H) ,4.14 (s, 2 H) , 
4.63 (s, 2H) ,6.7 0-6.9 0 (m, 3 H) ,7.26 (d, J = 
2.5Hz, 1H) ,7.43 (d, J = 2.5Hz, 1 H) . 
E I —MS m/z: 4 13 (M+) • 
[0 3 7 9] 
i & m 113 



ttiSE# 2003-3085892 



2 0 0 2-2 7 5 7 5 9 A 99/ 



3> 4 -v?pi b^^vXT^ft K 1. 6 6 g (1 0. Ommo 1) > 
y^f^f^HW 1.3 8g (ll.Ommol), hi;^;VT^> 1 
.6mL (11.4mmol) , h V T* h * ^ Kn*^«ftt h^A 4. 
2g (19.8mmol) , VLfttW 8 0mL*M*5*WW*bfc. R 

:»*xf)u=i : l-^^w : ^^y-;v=3 o : 1) fc-c 

MiUKKCM (BAK-KA3 16) *2.27g#fc. 0K*9 5%) 
[0 3 8 0] 
[it I 2 5] 



o 

BAK-KA316 



[0 3 8 1] 

lH-NMR (CDC I3) 

3.4 2 (s, 3 H) ,3.9 1 (s, 3 H) , 3 . 7 4 (s, 2 H) . 
3.8 7 (s, 3H) ,3.89 (s, 3 H) ,6.8 3 -6.8 9 (m, 
3H) 

MS (E I) E/Z 2 3 9 (M) 
[0 3 8 2] 

« at « 1 1 4 

3,5-^V^*xHn'J K 2. 2 2 g (8. 5 2 mm o 1) > IBM 
1 1 3tftfcBAK-KA3 1 6 2 . 0 4 g ( 8 . 5 2 mm o 1 ) . H;*** 
T5> 3.57mL (25.6mmo 1) > 8 5mLtIfitl7 

.5*IMH*Ufc. W&^lmo 1/L«<:JD^ ^n**AtilliU 

o *«■ t«»w*tt h 'J ^ a^iw ***** 



tfifE# 2003-3085892 



• 



2002-275759 




: 100/ 



>:it xf;v=i : l) kt*«U *MMt*» (bak-kas 17) *3 

. 2 8 g&fco (^8 3%) 
[0 3 8 3] 
[^12 6] 



[0 3 8 4] 

1H-NMR (CDC I3) 

3.6 7 (s, 3 H) ,3.84 (s, 3H) ,3.87 (s, 3 H) , 
3.9 8 (s, 2 H) ,4.37 (s, 2 H) , 6 . 7 4 - 6 . 8 1 (m, 3 
H) , 7.5 8 (d, J = 1-5 Hz, 1H) ,7.66 (d, J = 1- 

5Hz, 1H) 
MS (E I) E/Z 4 6 3 (M) , 4 6 5 (M+2) 

[0 3 8 5] 

m m m 115 

jR&Wl 1 4-C#fcBAK-KA3 17 929mg(2.00mmol),v f 
^;^;VA75 K^^^T-t^-A' 0. 2 9mL (2. 2 mm o 1) > 
fJ ^M75 K 0.7mLH 1 0fCllWi»U. Rfc«Kl 1 m o 1/ 

W7^n7b^7^- W>:l»^ s 2 : l) kt*»U * 
■fttffc(BAK-KA3 1 9) *6 9 2mg#fc. OR* 7 2 96) 




BAK-KA316 



ffilE# 2003-3085892 



2002-275759 



^-y. 101/ 



[0 3 8 6] 
Mfcl 2 7] 




[0 3 8 7] 

lH-NMR (CDC 13) d: 

3.62 (s, 3H) ,3.82 (s, 3 H) ,3.99 (s, 2 H) , 
4.01 (s, 3H) ,4.52 (s, 2 H) ,6.75 (m, 3 H) , 
7.57 (d, J=2.6Hz, 1H),7.79 (d, J=2.6Hz, 
1H) 

MS (EI) E/Z 4 7 7 (M) , 4 7 9 (M+2) 
[0 3 8 8] 

si m. m 1 1 6 

j- [• ( 3(5 -^nn-2-^ K~>7x^) >Kl (3, 

"«ft«l 1 5-C»fcBAK-KA3 1 9 6 9 2mg ( 1 . 4 5 mm 0 1 ) , * 
17 4mg (4. 3 5mm o 1) 5mL. * 5m 

ML *ft^W/-^tvHWtlU »^ (BAK-KA3 2 0 
) *3 5 0mg»fc. («#5 2%) 
[0 3 8 9] 



tBSE#2 003-3085892 



2002-275759 



102/ 



[itl 2 8] 




[0 3 9 0] 

1H-NMR (CDC 1 3) d : 

3.81 (s, 3H) ,3.86 (s, 3H) ,4.03 (s, 3H), 
4.06 (s, 2H) ,4.49 (s, 2 H) ,6.71-6.76 (m, 3 
H), 7.57 (d, J = 2.6Hz, 1 H) , 7 . 7 9 (d, J = 2.6 
Hz, 1 H) 

MS (E I) E/Z 4 6 3 (M) , 4 6 5 (M+2) 
[0 3 9 1] 
ll« 117 

[ [ (3, 5-^nn-2-t Kn^V7x^) A*] (3, 

UNI 1 6 fcW*©*tfe-C, MMMrftl (BAK-KA3 2 3) W5 3 

[0 3 9 2] 
Utl 2 9] 




BAK-KA3 17 BAK-KA323 



[0 3 9 3] 



ffiSE# 2003-3085892 




20 0 x 2 -275759 ^ ^-v : 103/ 

1H-NMR (CDC I3) $: 

3.8 3 (s, 3 H) ,3.87 (s, 3 H) ,4.04 (s, 2 H) , 
4.3 8 (s, 2 H) ,6.7 2 - 6.7 8 (m, 3 H) , 7 . 5 7 (d. J = 
2.5Hz, 1H) ,7.79 (d, J = 2.5Hz, 1 H) 
MS (E I) E/Z 4 4 9 (M) , 4 5 1 (M+2) 
[0 3 9 4] 
ftj&fl 118 

n- {3, -1- (3-e<;^-*) **>r 

3 4_y> h^y^yXr^ft K 5. 0 0 g (3 0. Ommo 1) ^ 3 -7 
3. lmL (3 0.4mmo 1) , **«*^*->* A 5 
g> fc^yxf^x-f^ 2 0mUI^3iFWt^c W^*** 
AtHU Wtfe fh^Kn*«t>^A l.lg (2 9.0mm 

o 1) M*3WH«*ufc. »s«^«niwwc*'*-> , ^A*»* 

Sim*., *«^^T?«lffitfeo ^S^MtK^^-V 1 ^^^^^^ *** 

nW.^;-^=20: 1) fcT»«U MHfc** (BAK-KA3 3 
1-2) £4. 5 9 g#£o 0DU*5 9%) 
[0 3 9 5] 



Mfcl 3 0] 



3cr . «~o — C^r^' 

BAK-KA.331-2 




[0 3 9 6] 

1H-NMR (CDC 13) a : 

3.75 (s, 2H) ,3.81 (s, 2 H) ,3.88 (s, 3 H) , 
3.8 9 (s, 3H) ,6.8 4-6.8 9 (m, 3 H) ,7.27 (dd, 



tfiiE#2 003-3085892 



2002-275759 A 104/ 



j=4.8,7.8Hz, 1H) ,7.69 (ddd, J = 1.7, 2.0, 
7.8Hz, 1H),8.51 (dd, J = l. 7,4.8Hz, 1 H) , 
8.58 (d, J = 2.0Hz, 1 H) 
MS (E I) E/Z 2 5 8 (M) 
[0 3 9 7] 

wk&m 119 

-N- c ^v*****^ 5 V<D&J&: 

3t 5 -^VyA)V*~)V?ui) K 5 0 6mg (1.94mmo 1) > HI 
fll 1 8-e#7tBAK-KA3 3 1 - 2 5 0 0 m g ( 1 . 9 4 mm o 1 ) > b V 
if-;VT^> O.SmL (5.7 3mmo 1) , ^n*;U 2 0mL*ML* 

A-e^mufco ^isw^TKW^hy^A^^u wife ^ 

^^^^^^-x^-^WIU (BAK-K 

A3 3 7) t6 8 3mg#fc, OR* 7 3%) 
[0 3 9 8] 



Mb 1 3 1 ] 



cr 



BAK-KA331-2 




BAK-KA337 



[0 3 9 9] 

53^* ; 4 8 3.3 6 5 (C 2 lH 2 oC 1 2N 2 0 5 S) 

gj, jflt; 147-14 8TC (CH2CI 2 -hexane-E t OH^t>W) 

lH-NMR (CDC I3) 3 : 

3.74 (s, 3H) ,3.85 (s, 3H) ,4.31 (s, 2H), 



ffi|E#2 003-3085892 
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^-v: 105/ 



4.39 (s, 2 H) ,5.30 (s, 1H), 6. 51-6. 75 (m, 3 

H) , 7.4 9-7.5 7 (m, 3H) .8.34 (d, 1H) ,8.52 

(dd, 1H) 

MS (EI) E/Z 4 8 2 (M) , 4 8 4 (M+2) 
[0 4 0 0] 

m * m 12 0 

3- [ [ [ (3, 2 — Kd^->7x- ^) x;v*~;v] 



ttjStni 1 9Ti#/cBAK-KA3 37 3 0 0mg (0.66mmol)^m 
-CPBA 1 1 4mg (0. 9 7 mm o 1) > 1 2mL«rmSt? 

V-^^-V-^^y-^^SttftU (BAK-KA34 1) * 

2 4 4rag1l/;o (^7 9%) 

[0 4 0 1] 

Hfcl 3 2] 



[0 4 0 2] 

1H-NMR (CDC I3) ^ : 

3.7 1 (s, 3 H) ,3.83 (s, 3 H) , 4 . 2 4 (s, 2 H) , 
4.42 (s, 2 H), 6. 51-6. 69 (m, 3H),7.20 (d, 2 
H), 7.57 (d, J = 2.5Hz, 1H), 7.69 (d, J = 2. 
5Hz, 1 H) , 8 . 1 0 (m, 1 H) , 8 . 2 8 ( s , 1 H) 



(3, 4-v* 



v^>v;v) 7 5/] V^yW 1-** 




BAK-KA337 



BAK-KA341 



miiE#2 003-3085892 



^ 0 0 2- 2 7 5 7 5 9 Q : 106/ 

MS (E I) E/Z 4 8 2 (M- O) 

MS (FAB) +FAB 4 9 9.1 (M+ 1 ) , 

-FAB 4 9 7.0 (M-l) 

[0 4 0 3] 

» 36 00 12 1 

[ [2- (3.4-** b^>7x^V) i**] 75/] T-fr 

- > <d&}& : 

3,4-y^Wx*W5V 3.3 8mL (2 O.Ommo 1) . 2 
-rn'^f^ 1.9mL (2 0.0mmol) , yM7^b>xf;V7 
r/3.48mL (20.0mmol), **T-th-hU^ 2 4 0mU8 ° 

l • wnnw:^/^=3 0 : l) 
iHUW^(BAK-KA3 4 8) *3.8 9g#fc. 0K*7 7%) 
[0 4 0 4] 
[it I 3 3] 

H 9 

NH 2 o ^ „o 





BAK-KA348 



[0 4 0 5] 

lH-NMR (CDC I3) 

2.72-2.91 (m, 4 H) , 3 . 4 3 (s, 2 H) , 3 . 7 1 (s, 3 
H) , 3.86 (s, 3H) ,3.88 (s, 3 H) ,6.74-6.83 

(m, 3H) 
MS (EI) E/Z 2 5 3 (M) 
[0 4 0 6] 

s m 12 2 

3- [ [2- (3,4-^h^x^V) 



ffiSE#2 003-3085892 



12002-275759 A 107/ 



3> 4 _y^ f^>7x^W^ 3.00mL (17. 2 mm o 1) > 
,j)Hxf/U 1. 8 6mL (1 7. 2 mm o 1) , Wcx*'-* 5-0 0mL 
2 Ufc- a&*»=«W 2.0mL»i, Tth>-W 

'« (BAK-KA3 5 0) t4.2 4g#fc. (W8 1%) 
[0 4 0 7] 
Utl 3 4] 

BAK-KA350 



[0 4 0 8] 

1H-NMR (DMSO-d 6 ) d: 

1.21 ( t , J = 7 . 1 H z , 3 H), 2. 75-2. 91 (m, 4 H) , 
3.14 (m, 4H) ,3.72 ( s , 3 H) , 3 . 7 5 ( s , 3 H) , 
4.11 (q, J = 7. 1 Hz, 2 H) , 6. 7 5-6. 9 2 (m, 3 H) , 
9.0 2 (b r s, 2 H) 

MS (E I) E/Z 2 7 9 (M-HC 1) 
[0 4 0 9] 

m. as m 123 

-^ ;V 3 _ [ [ ( 3> 5.-^an-2-HKn^>7x^) 
- ;v] j- (3f 4 _y^ h^y7x^l/) 757] 7"D^ 

3 5 _^>^f>x;v^-;v^ni; k 5 0 Omg (2. 8 9 mm o 1) . iWi 
001 2 2t#f:BAK-KA3 50 878mg (2. 8 9mmo 1) > ^ 
;V7 r/ 1. 2mL (8. 5 9 mm o 1) . *nn**A 3 OmLtWl. 
5BMM«*Lfc. MClmo l/LttBISrlHI^ ^nn^AUttfflU, 

*** *«isi**!ic** h u ^ ***** i inm****** u 



HiliE#2 003-3085892 



2002-275759 



^- v : 108/ 



tj=^jc^-;v= i:l) 

[0 4 10] 
[it 1 3 5 ] 



OHO O 



(BAK-K3 5 2) * 9 4 2 m 




H-CI 



BAK-KA350 



BAK-KA352 



[0 4 11] 

1H-NMR (CDC I3) 8 : 

1.27 (t,J = 7.1Hz, 3H),2.62 (t,J=7.0Hz, 2 
H) . 2.7 8 (t, J =8.1 Hz, 2H) ,3.46 (t, J =8.1 
Hz, 2H) , 3.56 (t,J = 7.1Hz, 2 H) , 3 . 8 6 (s, 3 
H) ,3.87 (s, 3H) ,4.15 (q, J=7. 1Hz, 2H) ,7. 
4 3 (d, J=2.5Hz, 1H) ,7.53 (d, J = 2.5Hz, 1 
H) 

MS (EI) E/Z 5 0 5 (M) , 5 0 7 (M+2) 
[0 4 12] 
i£ it #1 12 4 

2- -N- [ (4-^i;v^;v) 

tfi; o 7>/ _ 4 _^ ;V ^^^ T ;v^^ K 2.5mL (2 6.8mmol)> 3,4 
-v^ h^V7x^W^> 4. 5 OmL (2 6. 8 mm o 1) ^ *>7V h U 
tiFn^^ifttbV^A i.35g (21.5mmol) , 4 
0 OmLfcjDiU *»"C1 7B#W*#bfc« U ft*!***** > 

u »m^^-c«ffli-fe- u * 

n D w:^^^=40 : i-^nW.>^^-2 0 : l) 



tBSE^F 2 003-30858 9 2 



0 0 2-2 7 5 7 5 9 ■ ™' " 



T»»U«ft** (BAK-KA3 5 3-2) *3.7 8 g#fc. OR* 5 
2%) ■ 

[0 4 13] 
[<ffcl 3 6] 

Or"" 2 * «*o — ^ 




BAK-KA353-2 



[0 4 14] 

lH-NMR (CDC 1 3 ) ^: 

2.7 8-2.8 9 (m, 4 H) ,3.81 (s, 2 H) ,3.87 (s, 6 
H) , 6.7 0-6.8 4 (m, 3 H) , 7 . 2 1 (d, J = 6.0Hz 
2H) , 8.53 (d, J=6.0Hz, 2 H) 
MS (EI) E/Z 2 7 2 (M) 
[0 4 15] 

& m 1 2 5 

3 _ t j- (3(5 _^nn-2-^KD^v7x-;v) 

KMI12 3t#fcBAK-KA3 5 2 5 2 9mg (1.04mmo 1) > tt 
_ S.OOmL, ^ 6.00mL. * S.OOmL^ «M?3*Wi 

ftj , fv> -^ r ^fe««*U (BAK-KA3 5 4) *3 6 

4mg#fco («#7 3%) 
[0 4 16] 



ffiSE#2 003-3085892 



2002-275759 



^-v*. 110/ 



mi 3 7] 



OHOO 




BAK-KA352 




OHOO 

BAK-KA354 



[0 4 17] 

lH-NMR (CDC 1 3) : 

2.68 (t,J = 7.0Hz, 2H),2.79 (t,J = 7.2Hz, 2 
H) , 3.47 (t, J = 7. 2 Hz, 2 H) ,3.55 (t, J = 7.0 
Hz, 2H) , 3.86 (s, 6 H) ,6.64-6.81 (m, 3 H) , 
7.44 (d, J=2.5Hz, 1H),7.54 (d, J=2.5Hz 
, 1H) 

MS (E I) E/Z 4 7 7 (M) , 4 7 9 (M+2) 

[0 4 18] 

m 3i « 12 6 

[ [ (3,5-^DD-2-tKn^y7x^) 

[ (3, 4-v^ f* 4 /7x-*) if*] T^] T-bx-b^ 

: 

3( 5 _^v^f>^;w^^;V^ni; K 5 0 0mg (2. 8 9mmo 1) > II 
Ml 2 lt?»fcBAK-KA3 48 7 3 2mg (2.89mmol), h'Jif 
jV 7 r/1.2mL (8.59mmol), ^D*W 3 0mL*»T 1 B* 

* v * * i^****«*u ***** v u 

*A1?«*U «Mt y^W7A^7b^7^ life* 
^;V=1 : 1) Ct»lU BAK-KA3 5 6 * 7 6 2mg»fc. (W5 
5%) 

[0 4 19] 



miE# 2003-3085892 
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^-v: 111/ 



[it 1 3 8 ] 
OHoo 




H O 



BAK-KA348 



OHOO 



BAK-KA356 



[0 4 2 0] 

1H-NMR (CDC I3) §: 

2.79 (t,J = 7.2Hz, 2H),3.49 (t,J=7.2Hz, 2 
H) , 3.70 (s, 3H) ,3.86 (s, 3 H) ,3.87 (s, 3 
H ) , 4.02 (s, 2H) ,6.60-6.79 (m, 3H) ,7.53 ( 
s, 2H) , 9. 0 0 (s, 1H) 

MS (E I) E/Z 4 7 7 (M) , 4 7 9 (M+2) 
[0 4 2 1] 

m it m 12 7 

£ [ (3,5-^;?nn-2-tKn^'>7x-M 

: 

UNI 1 6 kWW»«)*ttt?. »® (BAK-KA3 5 7) *JR*8 7 



[0 4 2 2] 

Hti 3 9] 



BAK-KA356 



BAK-KA357 



[0 4 2 3] 

lH-NMR (CDC I3) d: 



miiE#2 003-3085892 



^2 0 ( 0 2 -2 7 5 7 5 9 ^ ^-^'.112/ 

2.79 (t,J = 7.2Hz, 2H),3.51 (t,J = 7.2Hz, 
2H) , 3.8 5 (s, 3H) ,3.86 (s, 3H) ,4.09 (s, 
2H) , 6.48-6.75 (m, 3 H), 7.51 (d, J=2. 
5Hz, 1H) ,7.53 (d, J = 2.5Hz, 1 H) 
MS (EI) E/Z 4 6 3 (M) , 4 6 5 (M+2) 
[0 4 2 4] 
« & ft 12 8 

3,5-^nn-N- [2- (3,4-^Kn^7x-;v) x**] 

3> 5 _^v^f>^A/*->W^ny Kl.O 0 g (5.7 9mmo 1) > *B6« 
1 2 4t#/:BAK-KA3 5 3-2 1 . 5 0 g ( 5 . 5 0 mm o 1 ) . > 

2.4 2mL (17.3mmol) , 6 0mL*M"C 

lift, ^]*W7A^n^^7^ (^DW.^yHV=5 
0 : l) fc-c»»U — ***>*&W»*U «Hfc*« C 

BAK-KA3 5 8) H2 1mgftfc. OR* 2 9%) 
[0 4 2 5] 
Hfc 1 4 0 1 

BAK-KA353-2 BAK-KA358 



[0 4 2 6] 

1H-NMR (CDC I3) 8\ 

2.64 (t,J=7.2Hz, 2H),3.44 (t,J = 7.2Hz, 2 
H) , 3.8 1 (s, 3 H) ,3.85 (s, 3 H) .4.42 (s, 2 



ttiSE# 2003-3085892 



• 



2002-275759 



y 



^-v: 113/ 



H), 6.48-6.75 (m, 3 H), 7. 19 (d, J=6.0Hz, 
2H) , 7.47 (d, J=2.5Hz, 1H) ,7.55 (d, J = 
2.5Hz, 1H) ,8.60 (d, J=6.0Hz, 2H) 
MS (E I) E/Z 4 9 6 (M) , 4 9 8 (M+2) 
[0 4 2 7] 
» & M 12 9 

4- [ [ [ (3,5-^nn-2-tKn*'>7x->i') X)V*-)V\ 
[2- (3,4-^h^>7x-;v) x*-*] T<s"\ *W\ e 

ftifrWl 2 8TW;BAK-KA3 58 300mg(0.60mmol)>m 
-CPBA 156mg (0.90mmol), mttTlO 1 2mL^t 

x f ./Wt-^;u^8a***U (BAK-KA3 6 0) £ 2 5 7m 

gfcfco 0W8 3%) 
[0 4 2 8] 
Mb 1 4 1 1 



OHOO 



6 



OHQO . 



BAK-KA358 



BAK-KA360 



[0 4 2 9] 

lH-NMR (CDC 1 3) 8 : 

2.63 (t,J=7.2Hz, 2H) ,3.44 (t,J = 7.2Hz, 2 
H) , 3.83 (s, 3H),3.85(s, 3H) ,4.34 (s, 2H 
) , 6.4 5-6.7 3 (m, 3 H) ,7.18 (d, J =7.0 Hz, 2 H 

), 7.54 (d, J=2.5Hz, 1H) ,7.57 (d, J=2.5 
Hz, 1H) ,8. 1 9 (d, J = 7.0Hz, 2 H) 
MS (FAB) +FAB 5 13.1 (M+ 1 ) , 



ffifflE# 2003-3085892 



^2 002-275759 ^ : 

-FAB 511.0 (M- 1) 

[0 4 3 0] 

MlkM 13 0 

[ [ (2,3-ytKn-l,4-^/Wy>-6^^) 

3 , 4_i^vyy**^>X7*rfcK 2.00g (1 2.2mmo 1) > 
^'Jv^f;vx^f«a 1. 5 3 g (1 2. 2mmo 1) > ">T^ 
Kn *«>3lf^ 613mg (9.75mmol) , * - ^ 2 

0 omua*t?2 3B»w»bfc, Rj6**jw«. y y 

1 : 1 ^nnW:^;-^20: l) i:«U «Mfc#* (BA 
K-KA3 7 5) *8 0 4mg#fc. OR* 2 8%) 

[0 4 3 1] 
[ft 1 4 2 ] 

OX" • xr- — ocnnr 

BAK-KA375 



[0 4 3 2] 

1H-NMR (CDC I3) 

3.40 (s, 2H) ,3.69 (s, 2 H) ,3.72 (s, 3 H) , 
4.24 (s, 4H) ,6.79-6.84 (m, 3H) 

MS (EI) E/Z 2 3 7 (M) 

[0 4 3 3] 

« jf til 13 1 

2,3-vfcKn-6- [ (E) -2-* b -1,3- 

2,3-^^Kn-e- [ (Z) -1,3- 
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115/ 



&n*m*T. 5 4mL^fctbV^ (6 0% in oil 

) 1.0 6 g (2 6. 5 mm o 1) * 0lCT?iin*., IK, ^V^^'J 
7x^7^7^ y^U'JF 8. 2 7 g (2 4. 1 mm o 1) <£>&tM 9 J - 
5 OmLtWTU Ofl»*Lfco 

-xfW/yt^y^>X7mK 3.0g (18.3mmol) O-O-tr > 
6 4mL**Ilx.> 3 m®immM U IK, M"C 1 9*m«tf.Ufco R 

= 1 0 I 1) CtiiU MHfc** (BAK-KA3 7 7) tl^^t3 
. 8 1 g»fco (atWtf) 

[0 4 3 4] 

lltl 4 3] 




BAK-KA377 



[0 4 3 5] 

iH-NMR (CDC I3) * : 

3.6 5, 3.7 4 (s, 3HX 2) ,4.2 3,4.2 4 (s, 4HX2) , 
5.11 (d, J=7.0Hz, 1H) ,5.70 (d, J = 12.9Hz, 
1H),6.04 (d, J = 7.0Hz, 1H) ,6.7 1-6.79 Cm, 
4 H) ,6.90 (d, J = 12.9Hz, 1 H) , 6 . 9 8 - 7 . 2 1 (ffl, 
2 H) 

MS (EI) E/Z 3 8 4 (M) 
[0 4 3 6] 
II^J 132 

j- [ (3,5->?^nn-2-^ Ko^y7x-JV) [ (2, 
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3 5 _^>^fy7v;V*^;V^n'J K 585mg(3.39mmol)> Hit 
Ml 3 0 ~C%tz B A K — K A 3 75 804mg (3. 3 9mmo 1) , 
;l/7 = > i. 4 2mL (1 0. 2mmo 1) . ^n*W 3 5mL^-e3 

(BAK-KA3 7 9) £9 7 lmg^o (t$6 2%) 
[0 4 3 7] 

_h|B-e#^>tt^BAK-KA3 7 9 9 7 lmg (2.1 Ommo 1) > 7m.it 
t >.^ A 252mg (6.30mmol) . **J-fr 5mL. * 5mL^ 
M^4. 5B#f B m#t/c 0 EUS&Klmo l/LM**ini*.. ^D^Mt 

**>*fcBtt*U *Htt*tt (BAK-KA 3 8 0) %7 6 2mg#7^o ( 

JR^8 1 %) 

[0 4 3 8] 
[Ifcl 4 4] 



OHOO 





BAK-KA375 



BAK-KA379 



OHO O 
BAK-KA380 



[0 4 3 9] 

iH-NMR (CDC I3) $ : 

4.05 (s, 2H),4.25 (s, 4 H) , 4 . 3 5 (s, 2 H) , 
6.68 (dd, J=2. 1,8.2Hz, 1 H) , 6 . 7 4 (d, J = 2.1 
Hz, 1H) ,6.82 (d, J =8. 2 Hz, 1 H) , 7 . 5 6 (d, J = 



ffiSEJft 2003-3085892 
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2.5Hz, 1H) ,7.60 (d, J = 2.5Hz, 1 H) 
MS (EI) E/Z 4 4 6 (M) 
[0 4 4 0] 
K m W 13 3 

Hfll 3 1T*BAK-KA3 7 7 3. 8 1 g (1 9. 8mmo 1) , S 
* 1.82mL, i7ltth7tKn75> 9 5mL, 7* 18mL^5^FliIli 

^7K77^f- (^**>:lB****'-5 : 1) KT»*U *J 
(BAK-KA3 8 1) *2. 6 7 g#fc. OK* 7 6%) 
[0 4 4 1] 
[ftl 4 5] 

Ocr^ * Oca. — Oca H 

BAK-KA377 . BAK-KA381 



[0 4 4 2] 

1H-NMR (CDC I3) d: 

3.57 (d, J = 2.4Hz, 1H) , 4.26 (s, 4 H) , 6.6 4- 
6.88 (m, 3H) ,9.70 (d, J=2.4Hz, 1 H) 

MS (EI) E/Z 1 7 8 (M) 
[0 4 4 3] 

jt 00 13 4 

[ [2- (2,3-ytKn-l,4^>V^^»-6- 

xf;v] r^y] y-t-r- : 

ilftffll 3 3tW:BAK-KA3 81 2.67g(15.0mmol)>^ 
iJyV>f;VxXf;HtiS 2. 5 0 g (1 9. 9 mm o I) . ~sT J MJ K 



tBU^F 2003-3085892 
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n*^fttb'^A 754mg(12.0mmol). 2 0 

OmUai-CH. 5WIM*Lfco > ^ * **** 

*iD*. W^-f^ttU. **«*^*^ra*u **** 
*-Hj*ATlS*U ft**. y-)*W7A^D^^7^ (^**> 

1 : i^nnw.^;^=io : 1) ct»«u * 

Bftfrtt (BAK-KA3 8 3) t2.2 5g#fc. OR* 6 0 96) 
[0 4 4 4] 
lit 1 4 6 ] 



BAK-KA381 



BAK-KA383 



[0 4 4 5] 

lH-NMR (CDC I3) 8: 

2.6 6-2.7 4 (m, 2 H), 2. 80-2. 88 (m, 2 H) , 3 . 4 2 
(s, 2 H) ,3.72 (s, 2 H) ,4.24 (s, 4 H) .6.65- 
6.81 (m, 3 H) 
MS (E I) E/Z 2 5 1 (M) 
[0 4 4 6] 

ft £ 01 13 5 

[[(3,5-^on-2-KKn^7x^) 

[2- (2J-ytKn-l,4-^/y^/-6^^ 

;v] 7^1 7-br- >^ : 
3> K 1.54g (8.95 mm o 1) > B&fl 

13 4W:BAK-KA3 8 3 2.2 5 g (8. 9 5 mm o 1) . b U 

75V3.75mL (26.9mmol), ^D*;VA 8 9mLtSH?l 6 

*B**bfc. lOSitlcimo 1/L*»m ^nD*^t«ttU. * 

TO *tt*D*B*** > U * ***** * t«WD«*t?ft# U > 



miiE#2 003-3085892 
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m^;V=2 : 1) CT«*U MHfc** (BAK-KA3 8 4) ^.21 
gfcfco (JR^5 2%) 

[0 4 4 7] 

Htl 4 7] 

BAK-KA383 BAK-KA384 



[0 4 4 8] 

lH-NMR (CDC I3) *: 

2.74 (t,J=7.2Hz, 2H),3.45 (t,J=7.2Hz, 2 
H), 3.69 (s, 3H) ,4.04 (s, 2 H) , 4 . 2 4 (s, 4 
H) , 6.5 4-6.7 8 (m, 3 H) ,7.54 (s, 2 H) 

MS (E I) E/Z 4 7 5 (M) 
[0 4 4 9] 
» it m 13 6 

[ [ (3,5-^^nn-2-bKn^>7x-;v) yUV^-fl'] [2- 

mmmi 1 e t *»fls** (bak-kas s 5) *jr^9 0 



70 C#/^o 



[0 4 5 0] 
Hfcl 4 8] 

BAK-KA384 BAK-KA385 
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[0 4 5 1] 

lH-NMR (CDC 13)5: 

2.74 (t, J = 7.1 Hz, 2H),3.47 (t, J =7.1 Hz, 2 
H) , 4.02 (s, 2H) ,4.24 (s, 4H) ,6.54-6.78 ( 
m , 3H) , 7.5 2 (d, J = 2.5 Hz, 1H) ,7.55 (d, 

J =2. 5Hz, 1 H) 

MS (E I) E/Z 4 6 1 (M) 

[0 4 5 2] 

U & #J 13 7 

2 _ [ [ (3,5-^na-2-i:Kn^V7x-;v) *;w-fr~;v] 

(3,4-v^ 7</] -N-^Wt^F 

: 

»&m 3 5T1#/:BAK-KA3 8 4 2. 7 6 g (5.7 7 mm o 1) . * 
^;VT< (4 0%^) 5.00mL^^-^ 5.00m 

Ltgl-Cl 7B»n«#b^. »lmo 

^■^✓fr&WftftU Mtftett (BAK-KA3 8 9) H.95g#fco 
[0 4 5 3] 

^;-;V=30 : 1) Ctttllt, HC<»ft<* (BAK-KA3 8 9) 
*3 5 8mg#^o 01»8 4%) 

[0 4 5 4] 

Mb 1 4 9 ] 



BAK-KA384 



CI O 
BAK-KA389 



[0 4 5 5] 
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121/ 



iH-NMR (CDC 1 3 ) S: 

1.59 (t. J = 7.6Hz, 2H) ,2.80 (d, J =4. 9 Hz, 3 
H), 3.48(t,J = 7.6Hz, 2H) , 3. 8 6 (s, 8H), 
6.62 (brs, 1H), 6. 63-6. 80 (m, 3H) ,7.56 ( 
s, 2H) , 9. 1 7 (s, 1 H) 
MS (EI) E/Z 4 7 6 (M+) 
[0 4 5 6] 
K K M 1 

^^^, >y ^^^^v^fflv^^^ffl<7)5im^ (1) • 
Ha r t 1 e y***** h (JBMMWMlK St, 51IW *#^-f- • ^ 

[0 4 5 7] 

MKfBBIi. t^W^OiHiit (P r ett) fc«Mfc**«>en 
1 l*BWfe«>«»M«k (p o s tut) TOW**" 

Rftttlffl!? (%) = (p r em-V o s t«) /p r eltX 1 0 0 
[0 4 5 8] 

t it, w*it*m<om&ftmw+fc&<oftR ***raofWB * **** * *=* 

, WWfcMMfc#l 5 5Hlfc* (3mg/k g) **ttrt«#U 

«iil^%I^">t^W-tn (5-HT 1 A) 

OiStt^b*^^ * - *L"C* 0 (Nippon Yakurigak 

u Z a s s h i , 111 (6) , P 3 4 5 (1 9 9 8)), **tt«*fM!tt 

[0 4 5 9] 
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( tt * ) 



(30mg/kg) 








■ElttttMWKB) 




§S£#J 2 


56.7 


nt 






ia&#J 3 


69.6 


68.8 


98.9 




mmm 34 


63.0 


nt 








59.5 


67.0 


112.6 


sMStt 



»#TO="*«WW*(b)/i«i»«i«*(b) x 100 



[0 4 6 0] 

3 Omg/k g OftP»4l?3«IO«IHfc«« («ft«2, 3. 3 4) li* 

mmftmzmLfz «*ftffloaw»9 8. 9%) O «o-c, *^*t^> 

[0 4 6 1] 

k m 2 

mm 1 1 rm*©**-^ ^* iomg/kg oi»ft**<&««fWB 

[0 4 6 2] 

( » * ) 



miE# 2003-3085892 



m 



2002-275759 



s<-iS : 123/ 



[*2] 



1 (10mg/kg ) 












Sig0yio2 

Sit09 22 
48 
47 
49 
52 

m&m 54 

g&fl] 55 

m&m 59 

^^«4 79 
Mitfll 80 

93 

SSiS**! 94 


69.2 
53.5 
67.6 
86.5 
56.0 
71.5 
62.7 
44.5 
65.7 
69.8 
63.3 
82.1 
74.6 


nt 
nt 

121.4 

77.7 

94.2 

98.9 

102.1 

nt 
99.1 
87.2 
80.6 
86.5 
70.2 


slMMfc 

3Mfitt 


m&m 83 

85 


76.4 
83.5 


nt 
75.8 




fgiifll 87 

m&m 97 

g£i£#J 99 

m&m 72 


71.5 
66.5 
66.8 
71.3 


nt 

1 34.9 
80.1 
51.6 




StiftH 77 
S3ft«116 
SiS«117 

SiS«119 
1 SiJaWl20 
»JS«125 
»jS0ll127 
»jg«9l29 
Mit^132 


64.4 
62.8 
46.9 
68.8 
61.9 

62.2 
82.1 
73.3 
67.6 
71.9 


nt 
93.8 

nt 
76.7 

1 69.5 
nt 
65.9 
72.4 

1 67.9 
nt 

J— nt 


— 1 

3**814 

**Ett 
3**814 




65.6 


IT 24.5 




l»MB(l«tt) 


28.7 







[0 4 6 3] 

% if OWWfc-Mfc** 10mg/kg OftPfi4"e v Kn 3-7*4 > t WHMSLL 

[0 4 6 4] 

m,l§kM 3 
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warn i k mmv^mx, 3m g /k g ^wb^^M^^i^ 

[0 4 6 5] 



( B ^ ) 

[^3] 



(3mg/kg) 




gji£0>] 48 


59.6 


m&m 47 


57.8 


g£i£0<l 52 


77.5 


54 


56.4 


m&m 93 


62.7 


S&tt 94 


57.5 


sa&fci85 


59.1 




52.4 




28.7 




[0 4 6 6] 

[0 4 6 7] 
[J^O^*] 

■c -e § & o -e£> & o 

[0 4 6 8] 
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1/E 



mm 



;w envw^^ 7'J;v7;v^;k fx-;v7;v^^> eoy;i/7M 
;k ^5r/v^7;w, e^'/'J^r^*^ f7 , / , j;v7;^JK r^y 

R 3 fej;tJ f R4(±> Zii?*l®&VXfcmm*, T^3*->> ^^^^^ 

^y;v7;^^^v, y7^7^)V^y> 75/^^*-^ fcKn* 
•>7jv^;vt#y, 7 ^; * jv*'-;v7^^^t^y £*l 
^ot7^V>yt^y^U n(il£fc*i2<0&**l*1-&) T^£*L& 




(I) 
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m m a jsl m m m 



#-*§- [000003665] 
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ft ft I^ + *ES*t3T§4f 1 Of 



